/ 



*7 



02)i»«Ftt*ft«i=»-J^T»ii4*iteHBia«i 



(i9)isijiawmw«i«in 




(43)g|g^i§BB 
2004 *f 3 £ 18 H (18.03.2004) 



PCX 



(10) SUS^BBS^ 
WO 2004/022551 Al 



(51) @|g*#it#g 7 : C07D 307/68, 

307/54, 307/42, 307/80, 417/12, 405/12, 409/12, 417/06, 
413/06, A61K 31/341, 31/343, A61P 3/06, 3/10, 1/14, , 
1/18, 9/10, 13/12, 17/00, 19/02, 9/12, 25/28, 35/00, 37/00, 
15/00, 5/48, 25/02, 27/02, 43/00 



(21) SBSUBIS^: 

(22) BRBttMB: 

(25) s©amcDms: 

(26) BK&BROVB: 



PCT/JP2003/011308 
2003 ^9 J^4 B (04.09.2003) 
B#t§ 



(30) fiftffi^r-*: 

^812002-261873 2002 ^9fl6S (06.09.2002) JP 
#1112003-185241 2003 ^6 E 27 0 (27.06.2003) JP 

(71) tfJBIA(*S*f»<^Ta)*g^SlCOl%TJ:aBa^ B a B 
XSftd£tt (TAKEDA CHEMICAL INDUSTRIES, 
LTD.) [JP/JP]; T541-0045 *EJ& *BErrT 4 3 *EiI^ 
BTE3T lit 1^ Osaka (JP). - 

(72) 56W#;ifccJ:tf 

(75) «W%/tUEIA (*SICOL>TO)^J: Stt HJt 
(HAMAMURAyKazumasa) [JP/JP]; T 666-0005 £Jt 
SiH®mRH^Sl TB2 5 Hyogo(JP). ft** 
26 fP (SASAKI^higekazu) [JP/JP]; t 630-0245 
^6Srfi *ttBT 3-3-5 0 1 Nara (JP). 35 » tt-« 
(AMANO,Yuichiro) [JP/JP]; T533-0022 *BEJ& *BKrrI 
SSJIIESJ17Ta 1-1 9-8 0 2 Osaka (JP). fi* 
8- (SAKAMOTO Junichi) [JP/JP]; f 560-0085 



/SS*m±SrS 1 TB 1 4-3 0-A1 0 3 Osaka 
(JP). gg» #Q (FUKATSU,Kohji) [JP/JP]; T 651-1212 
£M #pm*B*«^fi5Ti 8-4Hyogo(JP). 

(74) ftS A: SIS ft- . #(TAKAHASHI,Shuichi et al.); 
T 532-0024 *BEJ& ffiJHB + = *fflT2Tg 

1 7f8 5^ iSBa3lp a pX«tt*^a*BEXigrt Os- 
aka (JP). 

(81) JiSS (SW;: AE, AG, AL, AM, AT, AU, AZ, BA, BB, 
BG, BR, BY, BZ, CA, CH, CN, CO, CR, CU, CZ, DE, DK, 
DM, DZ, EC, EE, ES, FI, GB, GD, GE, GH, GM, HR, HU, 
ID, IL, IN, IS, JP, KE, KG, KR, KZ, LC, LK, LR, LS, LT, 
LU, LV, MA, MD, MG, MK, MN, MW, MX, MZ, NI, NO, 
NZ, OM, PG, PH, PL, PT, RO, RU, SC, SD, SE, SG, SK, 
SL, SY, TJ, TM, TN, TR, TT, TZ, UA, UG, US, UZ, VC, 
VN, YU, ZA, ZM, ZW. 

(84) fg^S (&&): ARIPO (GH, GM, KE, LS, MW, MZ, 
SD, SL, SZ, TZ, UG, ZM, ZW), — 7 *>7 (AM, 
AZ, BY, KG, KZ, MD, RU, TJ, TM), 3 — P y 
(AT, BE, BG, CH, CY, CZ, DE, DK, EE, ES, H, FR, GB, 
GR, HU, IE, IT, LU, MC, NL, PT, RO, SE, SI, SK, TR), 
OAPI ftlrt (BF, BJ, CF, CG, CI, CM, GA, GN, GQ, GW, 
ML, MR, NE, SN, TD, TG). 



(54) Title: FURAN OR THIOPHENE DERIVATIVE AND MEDICINAL USE THEREOF 



UUp 



I 



(I) 



I/") (57) Abstract: A compound represented by the formula (I) [wherein R represents an optionally substituted hydrocarbon group or 
optionally substituted heterocyclic group; p is 0, 1, or 2, provided that when p is 2, then the R's may be the same or different; R l 

^ represents hydrogen or an optionally substituted hydrocarbon group; R 2 represents an optionally substituted aromatic group; ring A 
represents an optionally substituted monocyclic aromatic ring or optionally substituted bicyclic aromatic fused ring; X 1 represents 

^ oxygen or sulfur, X 2 represents a bond, oxygen, or -S(0)n- (n is 0, 1, or 2); Y represents a bond, oxygen, -S(0)m-, -C(=0)-N(R 3 >, 

^j* or -N(R 3 )-C(=0)- (R 3 represents hydrogen, an optionally substituted hydrocarbon group, or an optionally substituted heterocyclic 

2 group and m is 0, 1, or 2); M\ M 2 , and M 3 may be the same or different and each independently represents a bond or an optionally 
substituted divalent aliphatic hydrocarbon group; and M 4 represents an optionally substituted divalent aliphatic hydrocarbon group] 

^ or a salt of the compound. They are useful as a preventive/therapeutic agent for abnormal lipid metabolism, arteriosclerotic diseases, 

W secondary diseases thereof, diabetes, etc. 
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(57) 




(i) 



atat«ri3*U pteO, l£fctt2£^U p*S2-Cfc5^, #Rte|*]-£rt:tt 

msm*izittmiim : 3r&*u x 2 ^®^^tt-s (o) n - 

nttO, l£fcW:2£^-t) Yttffrfr^ gHfcB^ -S (O) 

m-, -C (=0) — N (R 3 ) -£7btt-N (R s ) -C (=0) - (R 3 ft, 
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1 

^/\s***sy~J>&fcM&te&%&W- (Peroxisome Prolif 
erator Activated Receptor :PP AR) ft 1 9 9 0 

%ZWfti-6*^s<?nbLXtv--^?£titc%gftX*h<0 ( TNa tur 
ej , 1 9 9 0¥, 3 4 7, p. 6 4 5) , hn^y, ^ttJft*^*^** J:^ 

is»tt^^ ^ ]) #y h-t-tzmft%:®ftb mmom^m+x-hZo p p 

ARC*3V^ttCn*-ei:PPARa, PPAR6*JiO!PPARy©3i©t 
^^ytflilfcSfi-C^S. PPARafiffFI®, to** I'm, ftHfcf, # 
HUfcte, PPAR7f4ftJ$5Si». ^ >J>J»x BJfff, JBJ»»Jiafc±lc|8SL-C 
*5 9 , P PAR 5 tt«ai«#»tt*< «iWt5B^U-CV^SC t d^tl/CV^. 
^f^PPARtl/f /'f KXl/W- (RXR) bgfete^Ta-MWZ 
»J*LT*ttJt^»4«*ttDNAKiMEai (PPRE) iafrfrUW»$rf?3. 

PPARaf^lft^y Jjf^^<^jf y/<— if <^>tg*P ( TEMBO Journ 
a 1 J, 1 9 9 6*£, 1 5, p. 5 3 3 6) bT#C- I I I (D*&1%$:$}ffl ( I" Journal 
of Clinical Investigation , 1 9 9 5^, 95, p. 705) LXhVi/])±: 

y K-y y^y^^^fro^k«rffiii$*s. ra, reus, * 
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( Ijournal of Biological ChemistryJ , 1 99 8^, 273, p. 16710), 

y-Mzmi£lT%mm&&mm**&Mz.%mZ : £Z (rjournal of Biological 
ChemistryJ , 1 99 8*P, 2 7 3, p. 5 6 78) 0 £/t, PPARolit bK 
^^XTTfsA-lfcfcttmmftlrZZktm&iSflX^Z ( rjournal of 
Biological ChemistryJ , 1 9 9 4^, 269, p. 3 10 12). ^tlb<Dt& 

*iLTPPARameimtt, ta.*frb<Db rm^i&m-n C t K. 

fawsnmj&z&wzitz. ppARaimmt \,xi*7>(77-b&mMbL 
x&bnx^zmn&Tm&+x\mfcxm\,^nx&<o, p PARaf^«im^ 

5. PPARa^ttm^-f-S^S^irU'Cfi, fffW^/hJireAT Pjg 

£^*jfc©pg-e;fc £SHfc& y ^8Kfc£Pl#1-5 JIB*®* Ot> i: oU C P 
2 (uncoupling protein- 2) £$$-f -SflsfflJoWi UT*3 
•3 ( TBiochemical and Biophysical Research Communications! , 1 9 9 9 ^ , 
257, p. 8 7 9 & it* TBiochimica et Biophysica ActaJ , 2 00 1^, 1 
5 3 0, p. 15), -S-tejfcfcV^TfcUCP-S (uncoupling p 
r o t e i n-3) ZffimirZ m^htlX^^ CI bfrb ( TFASEB J o 
urnalj, 2001 15, p. 833), ^fr^-m&OriMlCX 5 

mm^m^ v ^mmm^m (rDiabetesj, 2001^ 

50, p. 411) itMftZflZc ££>K, PPARafit h^ftM¥»miia 

fc*5^T3§gau ppARa^tbiiwi L-i j? Mmz x 3 1 L-6<D&m&n 

MlrZZb ( TNa t u r ej , 1 9 9 8*£, 3 9 3, p. 7 9 0)^ TNF 
-o^I L-l fi\Z£5]h i gft$l.mi&<DVCAM-l%$L&1ftM1-ZZt ( l"C 
irculationj, 199 9*F, 9 9, p. 3 12 5) tm&ZtlX&'Q , 

P PARaftt&HttSR — B I (scavenger receptor 
B class I ) feitPABCA 1 (ATP binding casse 
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tte transporter Al) <D&%l%±.%.£-&Z>Z bfc&ttiZtiX 
#<Q ( TC i r c u 1 a t i o nj , 2000^, 101. p. 2411*3^1/ 
fNature MedicineJ, 200 1#, 7, p. 53), n U^x 

ib ( Tjournal of Clinical Investigation , 20 0 1^ 108, p. 303), 

dj , 9 3, 1 9 9 9f, p. 2 9 9 1) , hm&&*nU-fZ>Zb\ZSi'iXZf 

P PAR 6 (P PAR 0 fo<5VH£fc h©fp , NUC I i: t>f^$tlS) (D^Btt 

y #v K«atfc LTj&^jte^fr*^:/* * y ^#*rf e>*t5. p p 

PPARfiaWWf^«3Sltt^^n7r-^ ISWt^ttfi, flitflWlSfcasv^TTtf? 

t)^JiB#-< V* y >"$:<6;T£*5 - t ^ ( rproceedings of the National Academy 
of Sciences of the United States of AmericaJ , 2001 98, p. 53 
0 6) , d b/d b•r^^^C4oV^THDL-CiS*Pf^ffl^1--i: ( TFEBS 
letters] , 200 0¥, 4 7 3, p. 3 3 3) riM8£-£;ftTV^ e ^ 

tit, p p ar 6 <ommt? y rmo&it • tim*^*-*-* r t #*n btix 

( TMolecular and Cellular BiologyJ , 2000^, 20, p. 5119 
HXXf rGliaJ, 2001^, 33. p. 191) . $"btC, PPAR6f£ 
ttSStt. v VxffimmmmfaOftiM&mftR Sr^-t-- b ( Tjournal of Biological 
Chemistryj , 1999^, 274, p. 21920; Tjournal of Biological 
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Chemistryj , 2 00 0^, 275, p. 38768; Tjournal of Biological 
Chemistryj, 200 1^, 2 7 6, p. 3 17 5) ; 9 y hfcitffc h#tMS» 
m<DV C P - 2 *5 <fc VU C P - 3 %WB&ftft Sr^-f £ t ( journal of 
Biological Chemistryj 2 00 1^ 2 7 6, p. 1085 3$3j;tf TE n d o 
crinologyj , 2 00 1^ 142, p. 4189) ; ffiggjl* h U 
^X^UHM^^mti £ t ( Tjournal of Biological Chemistryj , 
2002^, 2 7 7, p. 2 134 1) #$£-£*VC^5 0 ZbK, P PAR 5 
iK *Ji§£S ( TC e 1 1 j , 1 9 9 9*£, 9 9, p. 3 3 5*5<fctf Tproceedings 
of the National Academy of Sciences of the United States of AmericaJ , 2 

0 0 1^, 98, p. 2598) , &$gP#<£>4fi£ ( TGenes and Development , 

1 999^ 13, p. 1561) , m-Wim\Z.iSttZimiSLftm ( Tjournal 
of Biological Chemistryj , 2000^, 275, p. 8126) , 0kMfci$tf 
2>T^7"h— i/* ( TGenes and Development. J, 20 0 1$, 15, p. 32 
6 3), M\Z.&\yZ> 2S7-WW-C o A£$mm<D$m ( Tjournal of Biological 
Chemistryj, 1 9 9 9^ 2 74, p. 3 58 8 1) klg&tZZb&mkZfr 
TV^S. ^fcPPAR5f^ib^{COV^, 2/1 0 46 8^>7 
\syWz7?n-J>mcM<r>yft* Mlctt^^ S8&&MSIS9 7/2 

8 1 1 st/wuy v\zMm.mfti$m, %vmmt Lxn&mm^tstix^^ 

p p a r y immmmwto z<mn \z*<D&mmm £ * * - * 
Lxmmmm<DMk\LW£t£®m&9kitLx^z. p p ar y tcoi> 

1 4 ^d^^^7^v?>J 2 ^PPARvWf*9Htty^vK-Cfc-5Wlgttd s ^ 

mmfo#4mmft%tfsm-tz>zt#$fflLit ( rc e 1 1 j , 1995^, 8 

3, p. 8 0 3; Tjournal of Biological Chemistryj , 1995 270, 
p. 1 2 9 53; Tjournal of Medicinal Chemistryj , 1996 ^F, 39, p. 
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6 5 5).*fei:, ftiS, ®t Hfij»rt«63feO«mai|g»CPPARvAS«aU 
PPARy Vtfyh'<omm£iX*:(Dmm*Wlk-?-Z>Z.k ( rproceedings of 
the National Academy of Sciences of the United States of AmericaJ , 1 9 
9 7^ 9 4, p. 2 3 7) , (D^^K^^V^, 7 *J -/n 7*^^**1 

5 5/ a J K8lH*gSK#P P AR y y Kgtt^j$o: £ ( r Journal of 

Biological ChemistryJ , 1 9 9 7^, 2 7 2, p. 3406) , ®&tt-fb£*l 
fc?^n77-v?-CPPARyffliU V #^ K»fC«toT^fJlg| 
WSlfiff^lBI^S^t (TNatureJ, 1 9 98^ 391, 
p. 7 9) , ®P PAR y JJtf^Ktf, WK^Siftfitt*^ (TttF 

10 -a, I L— 1 /3. I L-6) <Om±^nUlT^Z.t ( TN a t u r e J , 19 

9 8^ 3 9 1, p. 8 2) ft £30^9! UO^ 5. 

P P ARg£fc&£*IJ£ L-Cf4, ftl*.ff B&&H&0 0/6 4 8 7 6&<^7 
U^k il^ll 0 2 / 1 4 4 2 9 1 7 V 5/ k SK&BI* 0 1 / 7 9 

15 1 9 7^>7Uy k BRM*H»0 0/2 3 44 2#A«i':7l'yk B^0fl 

^9 9/4 6 2 3 2fAV7Vy k #^2001-26161 2-§-<£$&, B^ 
«0l/92 201^y7l/5/h, 1MI0 0/7 5 1 0 3^77 

k mmommoi/6 o s o 7^71/^ k *m®ftm&ffl%2 0 

0 2/0.0 3 7 9 1 l*9Mlfe *B#rF^6 3 6 9 0 5 5^JNB», #B#tr" 
20 mil^§i^2 0 0 2/00 2 2 6 5 6WiNB», m&<m% 9 7/ 2 8 1 4 9 

/^71/y k W^tiiI«US2 0 0 2/0 0 4 2 4 4 l-§-^ijfl#, B 

B6E&M&0 l/0 06 0 3t/^7Wy K iM^0 2/l 8 3 5 5*/<> 
k BDR&M£0 2/1 6 3 3 lf^Uy k 2/1 6 

3 3 2^-/n°^7W'5/ h, IMf 0 1/16 12 0f/^7l/-y BUS^M 
25 ^9 7/3 6 5 7 §%/^s?\sv H?teM3*£*l"CV3. 

ftift, mfcfta-fS Gia*«W P R 4 0 K&MJft&tfSflUB-f S 

fc(fNature (advance online publication) J , 2003^2^230, 
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m&4km%0 0/2 3 4 4 2$r'<>7 U>y MdH, PPARy^K^M 



^ Cl~4 7/^^, Cl~4 7/^ft, = NR 2 4 R 2 5 
R 2 4 fcttfR 2 5 f±*Jve*i4&£L-C, Cl~4 7;v^^f„ ) % 

H (^Slfc J: rj^rng&fi, Cl-4 7/v^/K Cl-47/i/3^X ^n^ 

ym^itnhv 7**u *^;vfrbm&tiz>mxm&ztix^xh£\<\ ) £ 

R 2 2 »i7K^f^> Cl~8Tyv^yV, ^nyyff, Cl~47/^^ C 
l~47/v*;vf^ = hn, NR 2 4 R 2 5 R 2 4 *5ttfR 2 5 ti^ 

*L^ti&ftLT, C 1 ~ 4 7A"*/ufc*;b-r. ) , ->7/ % . h y 

R 2 3 «7K^«fc«Cl~4T^/W^r«t?U 
X 2 1 ft-N-£fcft-CH-£&frU 

X 2 2 &±XfY 2 0 KZtlZtW&VX. -0-,-S-tfc(l-NR 2 6 - (X 

«K R 2 6 fi*^«^fiCl~4Tyu^**^i- 0 ) t^bU 

Z 2 0 It-O-Sfcft-S (O) p* - p' l£fcfi2££fc-*\ ) 

R 2 7 *SttfR 2 8 ft, -t*L-enaS:L-C. **JK*£fcftCl~4T/V*/l'£ 
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Kf, X 3 0 it-C (R 3 4 ) =*tzit-N=, 

Y 3 0 it~C (R 3 4 ) =N-, -N = C (R 3 4 ) -C (R 3 4 ) =C (R 
3 4 ) -O-, -S-Sfctt-N (R 3 4 ) 

Z 3 0 it- (CH 2 ) n' O-, - (CH 2 ) n' -S-, - (CH 2 ) n' - 
N (R 3 4 ) -C (=0) -N (R 3 4 ) -> - (CH 2 ) n' S (O) 
- (CH 2 ) n' SO z - % -C (R 3 4 ) =C (R 3 4 ) -^tiit-C = C- % 
R 3 1 it- (CHR 3 7 ) n COOR 3 4 , 
n' it, $&LT0~5, 

r 3 2 it, mL^xis^m. imr/^K &mr mcr^* 

R 3 3 it. 
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WfiHra-T*fc*a»*fcfi-0-, -S-, — N (R 3 4 ) 
m' ttl~15, 

r 3 4 «u »ib"C***fcttfiiRT^^ 

#«¥0 5-50 7 9 2 0 -ZltkmWt 



ttT*0 ; nCttO*fcttlT»0 : 

R c f±ClftV*LC8 7V!"¥-;K C 3&V^LC 7 i/^ PTA*^ C3#V^LC 
8 7/U^=^ C 3^V>UC8T/P^r=^7 = =;K C7*^LC8 7i^7 
A^/K C2^tC87^;^yK C 14^LC3 7M;K h!> 

yfu*u*r^ t Kb*'a C l&V^C 37/^^i/, ^j/^fetttS^t? 

X c fit, S, O, NR 2 e . -CH = CH- -CH = N-^fefi-N=CH- 
X'hV ; 

R 2 c fit, C l/«CVxbC3 7^/K 7rc=^fett'<>v ? /UT-fc l 5 ; 

Y e ttCH^fcfiN-CfeO ; 

Z e fit**, Cl/j:V^LC7 7/^^K C3^^C7V^Q7;^K 7i = 
/K $.1t\*C lft^LC 3 7/^/K h!)7/W^D^f/K ClfcV^LC3T/W 




[5£=K A c fit 
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X ' c ttCK S, SOSfcliSOj T?fc«J ; 

Y " c tefc Kn^-X C l^V^LC3T^^^^"Cfct) ; 

Z ,e J4***fcf4Cl*V^LC3T/u*/i'-e*)5] T»*3;fcSte£tta*JfittM6 

BBR&M£ 0 1/9 3 84 0 ^aV7 l/yh Kit* 




m y#yvt vxzzmz fix v * s 



B0R&M&O l/i 0 8 4 7t/<y7Uy Mutt 




B^§iM0 1/2 3 3 5 7f/^71/^ M-tt 




B^WffO 1/8 7 0 3 8f/^7l/j/ M-tt 
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HOOC 
(CH S 




n=1, R=CF 3 
R n=1, R=N0 2 
=2, R=CF 3 



ft P " 



SR^M$&9 9/6 3 9 3^771^5/ M^tt 

o 

c!]TTLTVjr cooH 

9-2 2 1 4 7 6^#(Cli 



Tjournal of Medicinal ChemistryJ . 1 9 96^, 39, p. 363 6JC« 
H2N 




S^IB^O 1/5 3 2 6 7^/^71/^ KCH 
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COOH 



&M%9 9/1 9 3 0 Q^VyVy YK\% 
92 

k COOH 



9 



COOH 



TCHEMCATSJ [online]^ 

Q^hA CHsCHC00 „ Q^n^ 

°^CH 3 j^tf ° CH 3 



PPAR^ftli: LT, H^WmO 2/0 9 2 5 9 0#/^7 l^y H£tt7 

7 vfi^^s, mm&mm o2/08 3 6 i6t/^7i/^h tas^*:? * ^ 

mfttfi* BI^M^0 2/'096 8 9 3-t^^7^5/h > SB&&IS3&0 2/0 9 
6 8 9 A**V7\sy K S^^O 2/0 9 6 8 9 5%'<l/7Vy biZit^ 



WO 2004/022551 



PCT/JP2003/011308 



12 

B6 • ftpmt LxGmttG p r 4 o Q%mtmmftm ^-r^mt^wK 
mtmstix^Zo 

mm o«® 

m*Uz P P A R IPPARIi H&1- *«tt£ f*K Atefci-Stfiifc 

(R)P 0 
Htg£^U pfiO, l£fcf*2£^U pd s 2t*$>5*frg\ £-Rli|p)— 

R 2 fiS&£ftTV^&«fcv^r#»jS£^U &A&W&ZifiX^Xh£ 

^^^mm^ititmm^tix^xt^^m^^mi^m^u x> n 
K^^^^nssE^^^^L, x 2 wtmmttittt-s (o) n- 

(ZZX\ nfiO, l£fctt2**rf) tr*U Yfiife^^ IHUJK*. -S (O) 
m-, -C (=0) -N (R 3 ) -£fcft-N (R 3 ) -C (=0) - (R 3 tt N 

*Sr*U mtt\ 0. li£fc|±2£^1-) M 1 „ M z *5«fctfM 3 it. % 
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mmt^mm^-to u&u (d Y#Mt*jBt**fctt-s (o> m--e&s 

M 1 amt^tttt<s (2) Y i*oM l *3<tt>*M 2 rot* 

t*<, (3) 3- [3- [ [ (2-^f;l/-5-7i=;l/-3-77=^) * 
75 7] 7i=;V] -2-^0^8, 4- [ [ (2-^^-5- 
7i=^-3-77^) ^/W^/VlT^]^^, 5- [[4- [ (1 
Z) -2-#/W#*S'-2-^nP3LT=;l'] ^^y-Y/V] T^7] -3-7* 
=./U-2-W7*^*A'#>'K, 3- [3- [ [ (2 -y 5-7x=;l/ 
-3-75=/V) ^/l^/K-zV] 757] 7i^] -2-:/n'<^$i3 t fctf4- 
[ [ (2-^fyV-5-7i^- 3-77-/H 757] ^<v-fef 



(2) R3&SflHft$*L"CV»Tt JH^7/V3r/Ktt&£*vtV^C*> il/VT^^/K 

SmllS (1) fE8©*b&4&; 

( 3 ) p # l fflflg ( l ) Eflfcoftg* ; 

(4) R 1 (1) fSM<o<t&V>> ; 

(5) R 2 #»S;h,TVvct>J:VV7*=A'"e*>5iWB (l) fmnfc&Voi 

(6) ^A^g^^tlTV^TtjiV^tt^^-CfeSHfiia (1) 8Bt&©ffr& 

( 7 ) &fk^$m*mm&%%immmx'hz>iffid, ( e ) matte* ; 

(8) }m&%%m^y^>%iitzi*?7S-/i'mx*h2>mt& (6) ie«c© 

<te«J; 

(9) ^ 
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(5*#, sua' <b^fi^$ttTVNTt)d:v^^^ii^^-r) i?*>5fiia ( i ) 

(10) X 1 ^|»f«^-e*)*«IIB (1) B«©^b*»; 

(11) X 2 jWB*^ ^^^feMH^-Cfc^WIB ( 1 ) 

(12) Y j&s|fe*IR« fills ( l ) fgttofc44fe ; 

d3) y#-c (=o) -n (r 3 ) - (r 3 \**mm*, M&tStlX^X 

^m^fiM 2 x-hzmz. (i) i&fcatfb-^* ; 

(14) r 3 tffrmm+s «ft$nrv>TfcJ:v^r/v*^ g&^ix-cv^fc 

iV^y-/V"C*)5*(flB (13) B*©fc£fc; 

(15) M 1 #«^3«±©7yV*l^"C*>S«ilE (1) «B*Ote£fc ; 

(16) M 1 % M 2 *5«fctfM 3 i>K Ztl^timtLLX. RI-*fcttJlfco-CV 
tt)±<, T^uy, T^=U^*fcttT/W*^U^-C$)«9, M 4 
#T,MrV:^ T/V^-U^^fc(4T/V^=U^t?fe5^IS (1) %M<Dit'&m ; 

(17) X 2 #BHMItMfcf4-S (O) n- (d^T?, nfiO, l£fctt2 

15 (1) 

(18) 5£ (I) 

s-fa^ttnass (i) -c&simb (i) &M<D<t£&>; 

(19) * (I* ) # 
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(^^is-tttifjis (i) &£xf(9) tmnm&*-f) xhzm (is) ib« 

(2 0) X 1 Ji^^-cfc^, x 2 &mm&=f-tt\*-S (O) n- (id 
X\ nttO, l^fcfi2^-f) Y^m^-Cfc«}, M l tm&Ztl 

x^xh^^c, _ 3 TMi^y-efc^M 2 fl^-g*#-efc 9 , m 3 «^^fc 
fig&£;hXv^ 1 b<J:^;> t 5 1 i'^-CfctK M 4 tfW&ZtiX^xhXi*^'?-^ 
XhZt&U (19) ffittroffc^* ; 
(2 1) M 1 *3±tfM 3 i>K *il?tiik±LX. m-*tcl*MteoX\<^Xh£ 
<, g&£;hrCi^Tl>«fcv^^u>'X;fc5lifffB (2 0) mm<Dik&%>; 

(22) x 1 &mmm*xh s> . x 2 ^^^-e^ 9 N Ya^j^-efc o , 

M 1 jm&£ftTV>Tt>ct^n-7 P Pfc"l^Tfc9x M 2 td£xm 3 &&&^X 
M 4 tm^tiX^Xh^^f-^yXh^U (19) !5^<D{b^; 

(2 3) mAAm&isfrx^xb^mn&ft&mmmmxhzmm (i 8) 

(2 4) ^A^«^$tvT^Tfc«}:v^T/-/^^fcfifi^$^TV>Tt>J: 
V^^rf-y-zHl-efeO, X 1 d^m^T-fet), X 2 ^^Xh<0, Yf>m 
mm+t-tcn-S (O) n- (ZZX, nJiO, l*.tcit2%7rrr) Xh<0s M 

h<o, m 4 tmrn^x^x^^^f^xh^mm (is) mmwt&yo; 

(2 5) ^A^S^^ttTV>T'bJ;V^T/-/VST-*)0, X 1 tfWmm-X* 

£^t&«?> m 4 tfm&Ztix^xh^ti-^xhzmu (18) iB^<D{fc 
(26) 5£ (I* ) # 
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(5£+, M 1 ' im%&3!ii±.(DT/u*\/>Z7fkU ttott*f4ttlE(l)*JJ:i; 
(9) kmrnrnZtrrf) T?*>5llWB (18) CfcOfbfrfc; 

(2 7) Rd5gH$HTV^'b«tV^T/^/K Ty— /W^fcfi^^PT^/V' 
-efc*K ptfSOSfcttI R 1 B» R 2 d s fll#lc5ii/"CV^T 

t^^^-^xh'o. SI a#«& £ ft r v^x t> <t i ^<>--£ f±«& £ ft 

wtmm*x*h<o. Ytmmm^tzit-c (=o -n (r 3 ) - cirx, r 

fiM 2 XifcO, M 1 , M 2 &£xm 3 UK ZtlftU&iLLX, |BI- 

£fctt&&oxi>x &-£«fcte7/w*^-ecfei5, M 4 flST-Mf-H" 
Xfc*l!filB (1) E«M>fc**; 

(2 8) RdSfi&^ftX^Xt «tV^T^/K 7!l-^*fcli^nW^ 
XfcD, pi5 0^^ttl-Cfc«?, R 1 #*5dJDK-T--C* t) > R 2 3»«ft*ixTV>T 
t>J:v^*=/WT?*>?U g&A^S&^ftX^Xkiv^^^^fcliS&^ft 
X^Xt><fcV^7/-/Wg!IXfc«3. X 1 #«*JH[*T*> 9, X 2 #lt£^*fcf4 
-S (O) n- eld"?, nf*0, 1 2 «r^-f) XfcO, Y#i£|5K« 

fcfi-C (=0) -N (R 3 ) - R 3 ffcjcJMR^ T/M^£fctt7 

£,g£UmiM 2 fcifiNH*<5) X& 9 * M 1 % 

SfcttT/i'^rUy-efc'K M 4 dST^l^X&SffrfB ( 1 ) fe*W>fc£-&i ; (2 
9 ) iffiiE ( 1 ) tSM<Dit^¥o<DZfa K7 y ^ ; 

(3 0) HUB (1) B«OflS*#J*fcf4-t0^o Kyy LX&* EH ; 

(3 1) WIB (1) BfW>1*fr&**fcfi*©:/n Fy'yfZttLXftZmft 

^m^ppARmmm 
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(3 2) huIE (l) E«c&fc£4b4fcl«:©:/n K? 5^*r£*L-C***rt 
(3 3) ^t*PP AR(CMa-r5^S««ftl»mSSt>b< fi^rO^ 
IB (3 2) EifccWSfcftfWeW ; 

(34) s&g y - 3 p -*±jwrk h y r v -t y K<sm 

SittffB (3 0) IB^OE^ ; 

(3 5) gffE (1) BftOflS'&lfcifctt^O^n K?y^*r5*LTfc5GP 
R4 0g^#8&«BPi®S3J; 

(36) y f&mmm* jkm&Tffl*tcimemmwmm^hzmtz 

(3 5) iB*t©#J ; 

(37) mm$j s wmmmm, * h— r-> k—>^ , 

jfiUEv 4 y -f ^ y ^7 

wu*-, >f y /~^\ igK«*fc»i*o^i&4fcttt&«siT?i!>5l(rE (3 

5)JB*©JW; 

(3 8) MC ( 1) 1B8©fc£**fc»«-©:/n K9 y^O*3a*«r*SUB* 
Jc«41"5^t*4*«2:-r*«rt»flcpPAROW»*ft ; 

(39) flWB ( 1 ) fE«Ofls^*.* fcfi-tO^n * ^©*3***SLIMIl 
fcSJM"* r. £ £ P PAR tBWr««*o^R* fctete 

(4 0) $rtg£#P P ARKBBl-r5**#IIKfWJI«*t) U< tt*©* 

IE (3 9) I5«©^jfe ; 
(4 1) *ME ( 1 ) E*©{k^**fctt-t©^p K7 y ^©«*«flllL»1fc 

y * y k<st, y - = ^Tp-^HST*fcraifciMWfc*«>Ji 
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(4 2) HWB ( 1 ) R«0{k^*4fc«t-t©^n K? y ?<D#%]*ZmW)®} 

(43) ins ( i ) tB*©fc£fc*fc«:*<D:/p K9 y yn^mfcmMM 

(44) iHS ( 1 ) IBftofc^fcifctt-t©^* }fy v ?<D^%ittmM® 
Ktk*t 5 r & £ 1-5J»m^, mDgPtfF, ^ h - V* , T*s k— , 
ttff*3tt#&K*, fcliUWS-m ftJRMttJMtfe ffiJBiLjg, A 
/KM, B8®>Se, AMOHk jfc&tt-aiA. ?*Mfc**L Bit**** 

(4 5) «rt$*#PPARIW»M«r«3it-5fc«)<Z)|WB (1) IB*©te£tt 

(4 6) gftSffficP PARfcBWr***©W*fctt«WB«tfaH-6fc 
»ro«WB (1) IBffcOfl:****:!**©?^ YJyfcDtim ; 

(47) flgjrftwftur^t l < tt*©«3s^ ftmft&£A<t> u < ttzvm 

(4 8) ^l!l^^^-3W7D-;HM hV V h'i&TM. 
<&&m V - =1 vxt p -^T7rt**:«:»J!IRWUft<oafcS«itt«IS:« 

(49) g p r 4 o &8tmmnm&w£t& it*><Dtm ( i ) e^fta- 

©7* p Y7y?<Dtiim ; 

(50) ^*y>*HB*M«!U JliLWT^J*^fil^/3»^^J^Mit^5 
fc*©MIE (1) 15MO<b&m*tit±Z<07v YvvWmm ; 

(5D mmm. mmumm. t h*-**. r •> k— af^tt^sww, 
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ti&m. wmfc. tote&mm. mto*& mm^mm. mm. m^mm. & 

Tfr*WfttmttWb LXi*^m& 1 ftV^U 1 0 0>7-Mf/K0!l*.tf * ^vK 
i^vK ^PfcT/K ^yT'PtVK «< V^^K sec-^/K tert-^ 

^y^^i//K 1, l-S^?VK/fvK 2, 3, 

WPjtU, c f 5 T^^^Cl~4^)T/V'=3r/V y^/K -Yy^ntT 

l-^n^n/K 2 -^p-^/k 2 1 -^n^/K 1- 

yr-/K 3-^f=;K 3-y 1 — O 

x=/K 2-^>"f=/K 3-^yf=;K 4 —<yf-;K 4-y^-3- 

^-/K l-/Plf=;K 2-ynf-/K 1 =/K 2-^=/K 3- 
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l-^f-^/K 2—^*ri/—J\' y 3-^%- f S—/K 4 -^^r^n;K 5-^.^ 
AHbMlX* fluffs'* n TVU^K -/^oW=/K ^^aT/V*^^ 

P'VT'^vK i/^n^-iJr^K tf->^P [2. 2. 1] ^fyK p [2. 

2. 2] lr9f-^ t'v-^n [3. 2. 1] b'v'* p [3. 2. 2] 

k'i^p [3. 3. 1] /=/K [4. 2. 1] tfiX 

[4. 3. 1] *-eV>^n^=¥->/WdW;U\ 

/K ^JtliE-^n^yfy-i-^/K l ->f/K 2 

#S^-/K Mx:tf2, 4-V^P^V^^^-i—r/K 2, 4-v^p-^ 

So 

-T/w^v^) *we>^ /^^t?'b^Kl^:4^v^L9^al^t:-JigJK^b7fc 

2 — p^^t^/M^vK 3 — a^yf- TvK v"^ a^drC/yl^ 
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(R ^SffSc7&V^l 3 ^§Jffc8 fcl^ U 1 3 ©7 V -/U 

-^7° o tVK 3 - 7 a s^T* P If yVft i:* W^^ic 7 /i^L9©7i =/V-7/V * 
/W ; 1 - t7f;Mf/K l -^7^^, 2-t7Wf/K 2— 7*7 
J-jU^sUtj: &D$l£&. 1 1 fcV> L 1 3 ©-7-7^7^^ ; ]) A-ft HOfft 
fg$c8fr^L 1 0©7i^7/l"!r-;l' ; 2- ( 2 — 7-75vVt*-/l') 
Hf#:l 2&V^1 3Wt7W/V-{r^*^*lf kftS, 

HIS, 0iRtf:7*:=vK -7-7^ rvhU/K ^t-^mj/k 

t*7m=U/^^^»ff>tv-5, /iWfe7i=;K 1-T7^/K 2- 
775vvft£W;i;U\ »#^b7K^S«, &##rtc*ilffc£tvC^-C*> 

ibn^o 

M3^V^LlOOv'^n7/l'^K ^ic7 1 3©77^/K 

%mtm%mt vx^ ^mmmm^t Lx%mm*swiz&tmm*. a 
nm*& ct xs-mmni-frb mum^t * m* & 1 ft v * 1 4 <@^-r 5 5 ~ 7 * 
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V9*S> S \f])%^y, \?yyi?y, Vyi?> s fc*p-/K -fS^/— /K t*7 
H-lfnp [2, 3-b] e^v^ lH-^BDtf35?V, lH-WS^b* 

£kfc#;£L<te7-7>\ f*7xy, fc'y^>\ t°y fcr?y->K 

eSE^IE^i^^^^iStfii^^xpM^^ 1 fcv>L4#£*r**6 5-7 

L 2l@o£*Jf ^£-£tf 6 MSI, ^^^SS^/ctt 1 fflOSftltl^SrStf 5*31 
^nyy, ^7/y^y> e^ys^ ^7^v, ^^/u 

*y^, ^Wfkws^ ***/y^ ^r/y^ -r§y/y$? 
^ -r^^/y^, 7f7tKP77^ tuso* fh7tKo^y^if 

»&££*T uri^T t> i v \, r © J: 5 &Wft£ £ t Tfi,0<J x. tf ^ o y vjR-?- m % 
77*, H*, a 7*) ; ^/i^ ; ">7y ; 7v> K ; = ho ; = h n y ; 
lftV^3fa<^P>7*^II?- (flK 7 7*, H*, 3 7*ft if) " TMBft* 

^y^o^, hy^yw^-P^^^if) ; l&^uafio/Npyyii^ 

77*, ft*, **, amif) Ttt&SftT^TfciV^IM^ft^Le^ 
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T/Vr~jV (M, ^7~=-^, 1 -/n^/K a-yn^/^if) ; 14V^L 

3^oyyif (^k 7**, mm. m, xm^^x^x 
i^^L3iBo/Na^^^ (^j, 7->^ mm, &m, 3!>*4W -eg&£ 

^p^f/K v-^p^y^/K ^P^S/vWjiif) ; 1 4V^L3jiO^P^l'' 
(R 7yl m % 3**4£) -eflBft**i-CV^t)J:v^«»6 

4V>L1 40Ty— A* (09, 7i=/K i-yf'A'ttX) ; l4^L3{@<S>^P'7' t 

^JB* («,7?l 3**4£) ■cfl«§nrv^t>J;v^*si 

(0!l> f^=>K 7II/K t°y^/K ^=¥f-^y/K f-T;/ ; 
l^v>U3^w^nyy^ 7^, £* % 3**4 if) T*g&$ 

smn^xxf^M* (0H> 7yi, &* x JUt, .aft*4 if) -eg£$*vrwc 

t>«fcV\£<*&7 4V>Ll 3W77^ ^S^K 7i^f/K 
tJ-frft}?) ; l4V>L3ffl<&'NCry>'JR-?' (01k 7s/g N J|*« 3** 

4 if) t?«ft*tt"Cv^t>J:v^*«:i4v>L4(Z>r/^/w (R *^vK 
/K 7"p fcVK /fyT'n fcW4if) . /K 1 4v^ L 3l@tf)/^p yidl^ (M. 

yym, mm. %m, atrnttin xm^ixx^xtx^mm^vso 

TvvK &£Xfilti:^L3m<D^v>fym i F (M, 7y|, mm, %m. 3** 

4 if) •eg^$nTv>Tt>J;v^^i 4v*L8©*/w#=/i'*»&»tf*t<&gjft 

3fl©/Nnyy^ (fck 7-^> mm, JUR, 3**4 if) -CgJfc3*vCV*T 
fcJ:V^*$C2 4V^L8tf>7v'A' ; 1 4V*L3ffl©>'M3^>'JDK?- (0>J. 7^ 
tt*, £** 3**4 if) -C1t»$^TV^Tt>J:V^*«l4v>U8©^*=- 
/W; l4V^b3{@«>/NP**:/ljiR- 7ym. mm, %m, 3 57*4 if) 
^$nrv^t>«tv^*^ci4v^t8 0^;W7^=/u ; i4v>L3<@^Npy^ 

iff-f- <«, yym. mm, %m. 3**4if) xm&ztix^xt>£^fcmm 

4v^4 07/Mvi- ($k *fvK atfvK :/pf/K W y7°p fc°/w4if) W 
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J h 3 V V* ZtlX V *T h X V V** * / ; 1 a t 3 m<Ds^ O ^JR-^- (0K 

&£*vCV>-C'b«fcvv*/i'7 7 ; M'/t' ; #/nJ?*S' ; 1 fo^sm^vf^m* 

L8©7;V3^^/i'#=;t' (01 * h^io&yW^/K 

3i@<^nyxB^ (01 ami jun 3 -ett&£*vcv^ 

fciV^Jlfftl/Ji^LeOT^a^ (01 y h**X ^0^-/, 
-ry^n/Jf^^ hV7**v* h=^^if);l^V^L3fiW/NP^®^(^ 

T/V^/V^v' (01 ry/> (allyl) **v\ *n*yWj-**\ 2 -^>"r- 
; lft^LSraO/NP^IIFf (01 7 s/ iff. 3? 
*fc*f) ^Wfc£iWvrfcJ;V*#*ffc7JfcV>Ll 3©T?/U*A*-*$/ (01 
7 UttH) ; UiV^LSflao^ny^^ (01 

y?m. MM. 3*£ftif) T«&£;h/?v>TfcJ:<^£&6ft^Li 4 

07!)-/Vt*V (01 7i=^f, -r^/W^^ft^) 

ifcv>L 3 *©'nb (01 a?%ft}?) xm&£ 

tix^-Cfe iv^SflS l frv> 1 6 ©T/i/^/^^J- (01 ^ f/w^, i^^^ 

7"d tvi^*, y y d f/uf 1 ^-. h y y/voj-n y. t-jv^artz x) : i £v> l 3 
teo^ny^n^ (01 yym. mm. **, s**ft^) -cWMfrTwct, 

J:V*#*lfc7fcl*Lr3©r?/l'*7l/^;*- (01 ^^^/l^^", 7s^^ft 
ft^) ; l^v>L3f@©/ND^v®^ (01 7y^ mm, 3***£) 
T'fi& £*iTV >T fc J: V 6 &V»L 1 4(DT]) -fr?-*W. 7 * 

■j- 7 ^/v^-irfii if) ; y ; y <tw»f #* u < tt^ o 
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/K *s9v**t't % sjlA'#—A'> ^nb=/K ^y/^f/K -=»7V>fA\ V 

/K p - h/V3-y*;vy j =/K h ]) y. 9 >*/W7 4 if) ft Zfc 
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ptfvK jx^vV, 7*nbVK -Yy/af/K h V 7 fr^u t^si'tet*) ; 3) b 

Ko*->; 4) lftV^LS^O^P^VJIlP (fll 7^1 ** % 3 

& tiT V ^ t <fc V 1 4 V * L 4 1 4 V ^ L 3 <i p y VjOK^-t* 

r 1 i**mm**tz\tfm£ nx^x t> «t v^***sr*i-. 

r 1 r^bjc^Sj ft, Rfc48»ts r«{k**ati tra*T*>o, * 

^ zfrtztitmrntt: t'x*m& ztix^xh^\ m^wmm 

R 1 irLTH, U\ 
R 2 Wt«H$tLTV^T1>J:v^««Sr*i-. 
^ilfbti, r3r«R«ft*»j tit, RfcfcttS rftfc*»£j oioit 



WO 2004/022551 



PCT/JP2003/011308 



27 

fcotti<, 2Rhg&1-s»£, «*ai«:Pl— et>*fcoTwcfc.fcv\ 
R 2 K*3tt5 r£#;KtKX8t£j Rl^ltS rmSJ <£loi:LT 

R 2 kVXI*. W&ZtiX^XtiXW «6/j;t^l4©^fi«i 

3!>^if) ; 2) l*V^U3fl©^n^yjBH-?» (#k 7^ Htfc. 

oc^vk 7* f/K V Zfn fc°/K h y / fvWft if) ; 3 ) ^fjfii: 6 * 

VNbl 4<DT])-^(^L 7i-/^if) ;4) 1 ^V>U3®^P'7 i y^ (flk 

T/^n^r^ * h!J7/VtD^ b^ft^) ; 5) lft 

v^3fi<^pyyji^ y ym. mm. sm. wmtaz) xm&tstix 

£>tt<5o 

R 2 tUTtt, ±ISl) ~5) a^mmsi^LStewfi&S^ft^tL 
^iOS : ^L<, *-Cl>±IEl) , 2) *5<fctf4) ^e>a«tt5 1*V>L3fi© 

X 1 U\ 
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x 2 tite-km, mmm**itn-s (o) n- (r^-c, nf±o, i^tz\t2 

Yf±*§^ mm*. ~S (O) m- N -C (=0) -N (R 3 ) -Sfcfi 

-n (r 3 ) -c (=o) - (r 3 it, fcmm*, m&ztix^xkx^fflt* 

YtLXit-O-, -S-, £fcf±-C (=0) -N (R 3 ) - (R 3 ttgiJfB 

r 3 icfctfs r^k^Sj fi, RKiottS r^bTK^Sj £PI£-c*>?K ;* 

r 3 m*mmi it. R\z#ttz> tmrnxfov. 
its <mm&&} wuxv^txt^fliftSirUT^^nyttt^is^if-cB^ 

ixTv^T'fcJ^T^/i'^r/K S&£;h/C^Tt><fci^v'?pT/i'3vK S&£ft"C 
V^Tii^Ty-/^^W^ «&&£LTfi, 1) A^yff; 2) 

3) t Kp3->; 4) l/j:^L3fi©/ND^ff 7 ^ 
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^h*v\ h)) hostel?) *W0iU\ 

H A ttg& $ tlT^T t «t V ^t3i^#Slt £ fclili $ tit V *T t> <t V > 2 St* 

tu^y, try§s?>\ tfy^^ tr?s?:>, t?n-^ >rs*V— /k 
i)W£L<, ^XWW7'/-^»Kff*U\ £$mSH4^#Si$ttR 

tUTttA*.!**?*^ ^/77 

/-/K -f^K-ZK lH-fy^/-;K lH-enn [2,. 3-b] hf^S? 
y, lH-fanf J/S?y, 1H- ( %4t % /V9 9 S> % 1H-^ ^y*k*7^y 
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if tw*u<\ %mm&mz, Ri^ts rmtfcm&i mum 

Sj tf#LX^Xh£^W&&t LXM^£titcW&&Kk'xm&£tiX^Xb 



mm*. lvn„ 

^^KC 1 ft V n L 2 0 , J: !3 # £ L < M: 1 £^ L 6 O 2 «OJSJKHfttok**T?*> 

(1) C x . 2 o T/^U^(^L<fiC 1 _ , T/U^U>^^-CH 2 - X 
-(CH 2 ) 2 -. -(CH,),-, -(CH,) 4 -. -(CH 2 ) S -. -(CH,),-, -CH(CH,)-, 
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-C(CH,) 2 -, -(CH(CH 3 )) 2 -> -(CH 2 ) 2 C(CH 3 ) 2 -, - (CH 2 ) 3 C(CH 3 ) 2 - 
CH(CH 2 CH 2 CH 3 )- ; 

(2) C 2 _ 2 o T/V*~U^(ftiZl,<nc 2 _ 6 T)\s>T-V^^ 0ijx.fi, -CH 
=CH-, -CH 2 -CH=CH- V -C(CH 3 ) 2 -CH=CH-, -CH 2 -CH=CH-CH2 - y -CH 2 

5 -CH 2 -CH=CH-, -CH=CH-CH=CH-, -CH=CH-CH 2 -CH 2 -CH 2 - ft if) ; 

(3) C 2 _ 2 0 T/^-^^($f^L<liC 2 _ 6 T/V^-l/^, fflx.i5. -C 
=C-, -CH 2 -C=C- N -CH 2 -C=C-CH 2 -CH 2 -^f) ; 



m 1 tf%mm&±<DT»*i'>xhz®&w*L\,mmb itiif^s 

20 &5#£k&£LV\, 

x 2 £m 3 LTfi, x 2 &mmm**itte- S (O) n- 

25 R, R 2 *3«fctf5£ 



15 
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R 



5t ( i ' ) fi, ( i ' ' ) 




(I'M 



\z$$^Xs x 1 ^^n^T-fco, x 2 s «» n - c: 

5£ (I* ' ) fciavvC* X 1 X 2 #»£#-Oife!U Yjjsgfc 
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S (O) n- (r^T\ nfiO, l*"fcti2«r*f) T?*>«K M l aMUjfcSffC 

s ixt v ^-ct> J: v^r x 1 Asaft*ist^-c*>«), x 2 jwb^-c 



5£ ( I ' ) ( I ' * ' ) 




PT^/Vt?*>t), p*SO*fcttl-C*>9, R 1 ItimWfrXh*). R 2 

ttW**LTV^Tt>J:V^rj/-/m-C*9, X 1 #IMfJW^-C*)9, x 2 a**t 
^ IMHR^fctt-s' (o) n- nfiO, l^/c«2^i") -c 

Y#lteWR**fcW:-C (=0) -N (R 3 ) - (ZZX\ R 3 tt, *^ 
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tiiwi, *mm&b<D& mmsttom. wmtntA, mm.^tc\tmt 
mmm&t<D&<D&mtewt l-cw^. #j;ttf^ h y •> # y * y ^ 

/«e£i<z>ifi;Wf bin*. 

mmmk<D&(Dim*wbLxtt, mtu-am. jubtant mats mats y 
e^it issik -^w^tt, y^gfc, y* 

ore** en \mwr^^s i-ftt>t>mmmzmits stc, 

^jgrLTM (I) ££fc1-5te£&*V^. (I) 0/nF7y 

/^LTll (I) or^/^T^/WL T/w^/WL *) MMkZtLltik 
%m («, it&fo (i) ors/a*^ =>if/^/Wk 77=/^, *o?-a>t 
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fny ^/l^fvWb, fcV^o^v^v^x/Mb, tert-7'f^iifcfk 
-^£<t*) ;<b-8^ (I) o*$S#7^Wb, 7/i^Wb, 9A/$Hb, 1*9$ 
fbSftfdb'&t) (01 (I) (Dimmer ^?Ht, hjji-ik, 7 
n/V-r/Wb, K°/<u^Mt, Ws=-Mk. y-^VMt. Ty-Mk, + 

Gto(i) <D*j\<iS**sfr&3L7s*rM^ r ^ KfcStbfcfc^te (00, I ) 

fb, h^^^JS'^/V^^x/^^X/Wb, V/VxLXTMt* (5 

fc£*J ( I ) OT*o K7 y^li, J£JH#01 9 9 0¥f« rgagAOMSJ 

(I) «<bi-5^©-Cfco-Ct>J:v\ 

fc£4fe (I) f±, IBHBC5E* <GL 3 H, 14 C, 35 S, ,25 Ifti?) ft^T«£ 
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mmmttzbLxm&zinZo s^s^cx, mmm. mum, * 

rh-;b\ r^yy, aitfyfy. x**}>y^, *£iHr/V-n-* % 
hKa^^n^t/vn-^, ^/l^v^TvMr/bn— }> y r?A N 77 

h y 9 A, JSfH-fe/bo-^, 6«f x D-.-r y~ h—/b-, h 
;*7vH?/Wn-* s ^ybT^bfny K^&^a^f fcftS. 

/K 7*ci Myyif\) a— *!)*fuy^!J3-/u, F^o^ 
b!)XT$S tfy, 3^7n-;K h y^^/-/b-T5^^K7-h y 

h y ? a, -try tVH**- h y £ a, h y t^tizimtf bft*. 
®^fc#J<a#iifc#l£LTW:, mtf*7 7 y/b-hy 1*^-^7$:/, 7* 

y yb-flfflH- h y * A, 7^!J/l'7?/7 p o \?±y& v*sf y % mt* y-f /b-3 
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*3 * 3 4 **J <fc 5 Wfe 1 -§-*3 «t Z>* 2 *& ^O^fflfe*) > 

53fcfe* (0U 0-#n^y, ;op7^, sO-#7%Z) *Z#mffbti&o. 

urttfflntmtmk txit m.tiif-s'* y /7 h y ^ a, ;/y ?vwy 
m ; *5«t^ait^j (0»j> Ararat &mftmi%i m^mn, m&ft&kt 

»£*<U B4*»Jfc£) ^ttttHKI (09, »JMSN"f*n;& 
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<Djjmm\z «t 9 watt z ztv-ezzo otk, m\o &ftwftw&m\z.^ ^T 
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3 0D5 5 0&o n p£) , n-A77/^tt) , y /l^=*y v-S 

«Hb t 6 o * t\ tk y ^ i/^ y =— ^a/u^so* ^t^*-*, 
-ftr-hy^, ?y±vy, d— /k d-v/h^h— /k ^ki>«f* 

A«KftW**M, jMHST 
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tit, Ywa&»Kh.K, #rtnr^-ki**ii, mm: 9^ 

-r-e, m*f*aB»f*:i: U-Cti, tt*.«i'fV>r KOSKS# («T, ROR 
<tB&fE'f <5 wW s J)5) a (GenBank Accession No. L14611) x ROR0 (GenBank 
Accession No. L14160) , ROR y (GenBank Accession No. U16997) ;Rev 
— e r b a (GenBank Accession No. M24898) , Rev-erb (GenBank 
Accession No. L31785) ; ERR a (GenBank Accession No. X51416) , ERR 
0 (GenBank Accession No. X51417) ; F t z — F I a (GenBank Accession 
No. S65876K F t z — F I 0 (GenBank Accession No. M81385) ;T I x (GenBank 
Accession No. S77482) ; GCNF (GenBank Accession No. U14666) 

fc^-fcfcSK&tti LTtt, WxMvf-M KXgW (OT> RXRtBS 
IB"t"5wi:d s fc5) a (GenBank Accession No. X52773) , RXR8 (GenBank 
Accession No. M84820) % RXRy (GenBank Accession No. U38480) ; COU 
Pa (GenBank Accession No. X12795) % COUP/3 (GenBank Accession No. 
M64497) , COUPy (GenBank Accession No. X12794) ;TR2o (GenBank 
Accession No. M29960) % TR2 0 (GenBank Accession No. L27586) ; ^fcfi 
HNF 4 a (GenBank Accession No. X76930) „ HNF 4 y (GenBank Accession 
No. Z49826) teZtWfcf bM* 

^fnltf^S^irltli, 0J;Ltf±!5b7tW' J ?V-< KXSHSfle (RXR 
a, RXR/3££teRXRy) t, V?V>f KA££# RARi PtSlEi" 

Z>Z. k&foZ) a (GenBank Accession No. X06614) x R AR 0 (GenBank Accession 
No. Y00291) % RARy (GenBank Accession No. M24857) ; ^ftH^/V"^^ 
(£tT> TRk9&U-fZ>^ t&bZ>) a (GenBank Accession No. M24748) N 
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TR0 (GenBank Accession No. M26747) jf^^Dgf* (VDR) (GenBank 
Accession No. J03258) ;^tti/V—*itit&U&eR&t&& PPA 
RbfeUi~ZZ.btfh2>) a (GenBank Accession No. L02932) „ PPAR/3 (P 
PARS) (GenBank Accession No. U10375) „ PPARy (GenBank Accession 
No. L40904) ;LXRo (GenBank Accession No. U22662) , LXR/3 (GenBank 
Accession No. U14534) ; FXR (GenBank Accession No. U18374) ; MB 6 7 
(GenBank Accession No. L29263) ; ONR (GenBank Accession No. X75163) ; 
^itWURa (GenBank Accession No. L13740) , NUR/3 (GenBank Accession 
No. X75918) , NURy (GenBank Accession No. U12767) frbMfttlZ 1 S<£> 

■ Ai«WW?ifiaa*»: (PPARa, PPAR/3 (PPAR5) , PPARy) 
=f^* h ^/W=f=* h) , 7^*^-X h$fcM#7^*=f~* h 

^ttSfftti^ii&tS^fcrZi^^ (0»J> RXRaiPPAR5W5 
Mt^^folifri^, RXRaiPPARviWtWDZi 
if) \z&tf5^u**isy-&wm#\l&®tti%:%ft\ztt ^xmtiit 

%<r>1t#>s ^^«ft«PPARlcMIt5SS IBSft»ft# 
if) ^-T5W^a:^^Ji:UT^rfflT*fo5„ 

**wofb-&*»4, S5&gy#*>v^ (HDL) -n^ro-^iiAn^ffi^ 

(LDL) -3^^D-yHSTffffl«:*1-5r 
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xioo] %±%-t$-£z*[zmz., hv?v±v mrmhG-rZo zti 

#36W©fc#fcttt, V i£9 (HD L) i'^f0-;H#j!?J, 
<ft**y^^^ (LDL)-3^fn-;VfiT^ h P -fc V h'&Tfflt 

^ ^ -^/K tF» (D^mskm. #k:*ldl- 

nu^xn— /Hfo^, S5«;^^^jfiLj£*Jj:^iS5 by ^y-feU KJut, 4SHD 
L-3^fn -/HkiE, toil: =t tifrb £ £ 5 WifflQLW&M A*3 «t * ft & ©« 

^K^«<o«itt9ibAR£fi«, g^WWM (ptc a) «*>ww* 
n, m&m, mm&, mmbtzz) . ??*&m. BMLitmm. «dc> 

Tang i e r ^Ofe£:fcJ:tfTOK#tog fO^o 
*»WO{k^*fi» LDL-=W^xn-;V(gTf^ffl^-f-5^HDL-=>U^ 

•3, LDL«TfWBtr3Tl-5#, HDL±#f^fflSr^$<CV>^jTt>'i>»aS* 
Tfftfl HD L±#f^ffl«r*$*V^-etti&aB»*^B«)f,n*v^ 

<£T£ fcfiLDL-^i^^xn —/V* fcHVLDL-nl/^rn — /HftTfc J; 9 lft 



WO 2004/022551 PCT/JP2003/011308 

43 

&Mmtito*.btl&Z.k&m&&tlX\ f *S (Lancet, 33 9, pll54 
(1 9 9 2) ) , Ufc^oT, ^IS^Olk^iLDL-aU^xn-y^^fiV 

*fcfii!E^^^&^iSa^#t>-ti:TM^^^ffi L#5o 

St LTIi. ^Jiimtt^it^S, #)?Ltfi|£J£. M¥±>£^ £{b 

^AciifJii^lfiL^S, PTCA (ftft^JlLl^Aff) &5l^tt'< 

v—/Vtf®titifti&T&&tl : b (Current Opinion in Lipidology 4 : 3 9 2-4 0 

o) ©t\ TTv-j*immwtm<Dfe%&£v j f>®\zm'rz>o *<d±®^&)& 
m®m&& (chd) , m&m<oiHt#*vm)5\z#£m 

d l ictt, Fix. l d l oSHbft ¥±ftx± c 5Jli jfiE$Hb£l£®>-r 5& W fc 

5 (Current Opinion in Lipidology 4 : 392 — 400, Current Opinion in 
Lipidology 5 : 354-364) „ 

LDLia^EDRF (^ft«Bf) ©4^i:WlSJRf, £fc, 
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#$P&JVCV5 (Current Opinion in Lipidology 5 : 354-364) . #31 

ftjlLffie&^treegBBfe aHMRgft (chd) , fidbk^^ 
■mttmttnttx. m^tiry^tf-y^i imcm m. wit* 

ov^) , »77U^ (7r*y h) , *-fY7Vfi<m > 

€>©*IBISfi«f1UBfc:*<5< {^-*BJ»rattljaf4±fc: a p o J £3831 

^Co-C*5!3s HDLlia p o J (clusterin) OD^r-Y V TXhZ (Current Opinion 
in Lipidology 4 : 3 9 2-400) » ^^©{^©ItHDL-n W7f o 

-A>jb9WEmi*b**.Xs *&&(Dit&mzmm, mktsxvBmm<oftmis 
HDLit WT^ev^img^^AicjkffAAMjtt (ec) ^mrtA*af 

*M&W>Jtat«rfl6ii U *^HDLttt hy^<*OJt*«ri£5t1-S (Current 
Opinion in Lipidology 3 : 222-226) . ^fOft^llitHDL- 
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aftata^of&^isi^WKitaurv^. hdl»i: 

(Current Opinion in Lipidology 3 : 222-226) e * 
MStfc#jfcLTi*S£i*fcJx-CV*3. Jjgff{£TffrB ;5^#*lT. *ISWo<b-& 

mi-?, xmto<ofemt&®s o$ o (omvtts ( 1 ) 

*IJI£M£ 7nt5K^eD/7^h , ( 2 ) (01 

;ttf. 7f/n-/^) , (3) ry^fyvyi i&tfcm (0S*tf» of-* 
^y, tf^iJvW^) % (4) ry^tfy-yy i ^&i#HfPi$^ (09;ttf, 
twi#*t^j^ i»f77 , y^) , (5) *^svj*fttm mz. 

^f^7"yK=/oytH)!>A7ot5 K, :7V*=K> 7^t^ K^t#I 

£OTt&fc*&*£fc>*M\ 7-fef/va!Jyx^77- £»*JK<0i*.wc* 

Ty-fe^h, inay/iif), 75n^ K0ME& • 4HN&*X(09*.f£ JT-52 
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W-374973& if <0 y & 3 0 ± ? \s# —tflWMAl, k * ^f±SIB-1848fr if) , 
75o^K^ gUPlglg (Wx.ff , PTI-00703 J $'BETABL0C(AN-1792) ^) ft £ i © 

HATS' hV**-A*t) x tf****:^li m^Ko*— K ^dM- 

If e>ft3. 

= y^K vy-r**r> u?*9yio ##*>tfe>*i$. £&©&*© 
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y<< h'mbskwmm^M^tzmmm+t&iEttMu (a-zm^^tm^ 
n tPA, <^n^-^) , m^mm m. txxv>, *ju74>* 

yy-u {Tvy—y»., Wyf^—jV (fZjWyfS) , T*vW> (/•* 
-f/Wv) , ^uy,^y~-/v\y°v^~;v) , G PIIb/IIIa|£#i|g (Vot^n) ] ; 
Msk^^m :=-yx.Ws, VtW^K -ayit/v, ®mjffl ; frftlMI 

*38W^k-&*©§?>tBrie*ffiiii: LTABCAlm^fclJLXR (liver 
X receptor) a<D^tM\^^< ^/l^*^y-id#^#Jj&^£ 
S&ftflslbSSfiA BCAlmJfclUXRa ©*^«tftirr 5 - £ * S *P b ftT V > 
5 (Nat. Med. , 7, p53 (2001), Proc. Natl. Ac a 
d. Sci.U. S. A. , 98, p5306 (2 00 1), Mo 1 . Cell, 
7, pl61 (200 1), Mo 1 . Endocrinol., 14, p741 

(2 0 0 0) ) o ABCAlte, £frrtK:#tt1-ST#3a (01 apoAI, apoAIIftf) 

■^r^yaKae (^ij> jMs*y#^^<^, hdd i^-rs^ifcit), mart 

0iJx.tf&HDLjfllifi= ; *>*J-/V (Tangier) ft ; £SMllt£A (0K Sfc 
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<b& M&fcfobffii&sktek*) ; Wtoimfc ; AM («. «4 £, k ill 
; ; JRJKIff ; Jffil£3£ ; *£*8<&0H£ ; ; 3t£fflt ; 

Hff£A ; itf ; *tiHMKH2lig ; &ifatt**8fliiSIP$$ ; AC* ; jBBJt& 

ffi (cerebrotendinous xanthomatosis : CTX) ; jft^ft 1 ^ ; ifilWflEi? ; 4 — 

«l©ifil!8i • wm^ ; *ISjfii^^Hii©3IVN'Rfil • ; fcJUrtLifil 

1U*P$^5 r *t»ft 3. &LXR a Ht,ABCAtaRNASrJS5lS*5 £ t 

(SHD L« x • MM ; y :"«ttte5fc«H ; >T 

y ; BSStl^ [ I GT (Impaired Glucose Tolerance) ] 

mm #1 2 6m g /d 7 5 g£ny K£«HMim» (75 g ogtt) 
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IHI WffitD.&fc&rti?/l>=>~-XWk&.) #2 0 0mg/d 1 VMKD^-ftlfr* 

mz&vzy tn i om g /d i*mfc«7 5 gmazfh^m 

fffimk (75 g OGTT) 2 Bf f&Jfil (#M«^*5(t 5 ^=>-^gg) #1 

«|^^WS^oV^tt, 199 7^KADA (*B*f^#§^#) 

^ftk©$R£fc:«fc*U^ Effete, ^f^ik^fit 
-*&£) iU2 6mg/dl«J:-Cfe!), ^o, 7 5 gjgP^ K?*££?Sm®* 
2^flt (I^JDiyi^Cfcl-t^^V^-^JiS) #20 Omg/d 1^±^1"^ 

?>3-x^£) iSl26mg/dl*ltfcD, 7 5ggP^K!>SA 

^fK^2NFP B m (|^Wl^*5ft5^/V=i-^^) >4Sl40mg/dl£Lt2 

ssmm (&m&Lm\z%>rtz y^-^m #1 1 om g /d 2 6m g 

/d l*i©^i$rl FG (Impaired Fasting Glucose) bPf-& 0 — ft. WH 
0<D$l J &\Z.jLtlli, KIFG (Impaired Fasting Glucose) <Doh, 7 5gS 

ozn?tmnffi&M2mr$m (HMmmztevzy^-xmrn #1 4 om g 

/d 1 %ffiX'h%>$kK&$: I FG (Impaired Fasting Glycemia) bW& 0 

IftttEM^ I FG (Impaired Fasting Glucose) *5«fctfIFG (Impaired 
Fasting Glycemia) • ffetti LT fcJBV^ftS, *%W4k&Vo 

lix IfMfig^S, I FG (Impaired Fasting Glucose) ^fcttlFG 

(Impaired Fasting Glycemia) ri»k$t^^^i§I§£B£.ll:1~5 - <t 5 0 
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*B9His**tt> m^mmm^m. m. urn. mmm, 

m&imm. m\amm. &m&mmm%tm. tkm , mum* 
a. amm&. m%<d&t. mmmm. mmwmmm . m 

<p) , * is* v ^mmmm. ^ko-ax, ns-o^y^jfofii fc^* 
v zsA&K#tt&9D%ms. mm w. tutm. , 

t£H»i!J mM&&m&. mmum&s mm. mm. *MWMk<D#m» 
mmnim. n&m. «*h& am (#T/^-/H&gj»&flT»^ 

*»Wft^#«t, TNF-a«HH8MI (£#*i*Kl*sltSTNF-aS£*© 
teT»**JJ:OTNF-aiSttffiT«l*) fc*U TNF-oiSg8#t5» 

maim. v?mm. wm&. kjk& it*. jh>£. vrama crx\?y>tz 
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tt^m w. rw^-r-m*. '<~-*i/v>m. mmmtmmmm, fe^tt 

(01k feffiftfe BW4if) . fff^B (0k T^=-/H4Jlf&, BSffNfc, 
CSUffjfcfcJf) » (0k aBBtt-HflSfcif) > Txa-Ateftflj^tt 

mwiffittm&w. bMtt&vm<D s Wi • mm. - mm, jfet 

hi&r. mmm<»TV5 • mm. ^s©fis« ■•r^ kb^ 

*»0Hfc£*tt» G P R 4 0 y #V K-efcSMDWi GPR40St 

£9, *fc«t«Ste<, J&*oWfWBt>^*V>fc«>, 2c£&GPR4 Og^fl^g 
Mttftk #£b<fiGPR4 OYfmMtLxmmxhi>o 

#»wfls**wu mimm (mm. 

-f*. t^^ t hm) fcfcfbT, ®ft,fcGPR4 0g^ft 

«tBw»^*wbTv^5©t?, gpr 4 o%®mw*i-z&mtimvf®&#i 

* b< wt^f y , »/3ttiB«flHiJ£ bT#Jflt?fc*. * bir, 
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atiWE*, &Jt£S> Httft* HifefcfiiU ttflRiKfc. jfiL&tt3§»* 13 

wc, mxm> mmmmm, tvk-^, ** 

«s^*Bim ttttnei*^ &jt£S, 

^*mm (us!) **#»s£**i*. 

&<z>-£^rSKJ\ 0. ltt%~9 o£ft% % atto. 5M%~5 0fi 

T % $A (6 0kg) fc#LfcPttfcK-*-*-*»S\ ra^irfC^O. 1~ 
1 000mg/B, fcFSlXteiiftO. 5~2OOmg / /0-Cfc5o *»W©flS-&*(I) 

LTt> 

Mint (s^b-^-e&oTt) «t < % *fcw^©ae^ # y k> 

*tt**t>**LTV^JitfJ:v\ CO «fc 9 fc##J&t8£ LTMufljltf , ( l ) 

(2) »w©aaaa^t#ffliii:**j*c3i»^L-c»e)^5 2«©s&r»j<o 
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<k\,xnbhz2m<DmM<Dm-&*M&^<Dftffimz&^x<D&i*s (4) # 
^(ommmmtmmkt *m«\mm\t\,x%hM 2m<Dmm<ng:ftz& 
$w&x*<owm®.5-, (5) *mm<Dmmm&®t&mmt&m*\mMikLr 

ifbti&o mmmKD&s-Aft. &f%±.m\,*ibtix^z>mmzmmkLxm£.m 
^>77^y h i n s - 1 m ft if) s -r y ^swaa* 

V<iym&, GI-26 2 5 70, JTT-501, MCC-5 5 5, YM- 4 
4 0, KRP-2 9 7, CS-011, FK-6 1 4, WO 9 9/5 8 5 1 OK. 

h\ h\ /D^of7^ h\ i/y^k°y h\ K, ^y 

;7V-/l/«$) N w>'^y=.h\ •J-^y-K, S^y-KSfcfi*-©*/^? 
A&TKfPfe, GLP-1?] , V^l-Vf**?*?— t> I VP1§3J NV 
P-DPP-2 7 8, PT-100^) , 0 3 7^h (01 CL-3162 
43, SR-5 8 6 1 1 -A, UL-TG-307, SB-2 26 5 5 2, AJ 
-9 6 7 7, BMS-1 9 6 08 5, AZ-40 140^) , r^V^T*-* 
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7-6-^777^- tfia^j, ?jv*=i>ffimm) . sglut 

(sodium-glucose cotransporter) Pfi##J (#1 T-1 0 9 5^0 ^t^ifhtl 

Sfitt^iiM^liLtll 7/v K-;*3S7G8*3Sf Plg#J (#k Yivv^t 

K 7-f h (SNK-8 6 0) , CT-1 1 2« , 

NGF, NT- 3, BDNF30 , • #&MSiS#J WOO 

1/1 4 3 7 2tC|S«cO=^-p hn7^yg£.##M6ii£lJft£*] , PKCP1 

(01s LY-3 3 3 5 3 1^) , AGEREM (0!k ALT9 4 6, 
i^y, k*7h^rf"^^ N-7ai^^/^Ti/y *A 7n-7/f K (ALT 7 6 
6) , EXO-2 26f) , m, h&m % JgjkWit^ 

& («, ■rhvt&mm) *x?Tv>&f&.mmmmw wo 9 7/ 

1 0 2 2 4 IdBttefc**) v K^^T^->^ 9— feffiflBH (0!L wo 

96/1 1 20 1) „ 7^7Uyi^^- ^P1*5W NB-598fc£) fc£ 

^°7*7-K e=7^7*7-h > V7'D7^7'7-h^yy7>f7*7-h, 
^P7^77-h^n7>f7!) Vffc^h^^-K 7 I y7>f77-K 
^A7^7ni;;K ==>7^/7-h, tfy^-f^?— K n-^^y-K 
■>A7>f77-h, ft7^77-h^if) , ACATPfl^fH (#| x 
^ (Avasimibe) , *7A,*svCf (Eflucimibe) % tt^^jSaHttB («. 

aW^^SVftif) % 3UXxn-/P®l|Jl|Ja*i| (#L Ezetimibe, ttft^rn 
—Mfck V>f *xn— /P(soysterolK if / — /W(y -oryzanol) ft £") 

*W , 7*073- yu x = = 7->l*3R*9W (fck -^-/Wnicomol). ^tU F 
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^yl^fV, TAn^y, i/fc-^fc 0 :^) , ^y^A^^r^ 
/HlPH (#k ^dv*!)^ L-27152, AL 0671, NIP-121*£) , = 

m s mmm (^-w^yhf) > 3 3T^h cl 

-3 1 6 24 3, SR-5 8 6 1 1-A, UL-TG-3 0 7, SB-2 2 6 5 
15 52, AJ-9 6 7 7, BMS-1 9608 5, AZ-40 1 40f) » 

mi&mmm m, ^7•fy > cntf (^^^#s^> , aw/ 
* h*=/r=?=;* h w, jj^mj^k fpl-1 58 4 9^) mm\f 

TV Y\ * *f-t u^TV m) . InT/v K*xn >>m\ (M. * bTa / 7 * h >\ 

25 /-tf/;*^*/7 5 hUkWffl («» *n;i/*y Ky, ^7/Vv-K, <<V*V*$ K 
«f) , 7/irS: h\ >fyy/nrh\ i^^y/^ t°u-*^h\ y*y*~h\ 7 
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^MoMM) , ffltimSiWK (09, ^h^*y>s TKDTW 
i/^m) , ttfeA££ift*i (09, ewyxf-^ kv?^:^ **y-/i490 , 

&&3**£#J£LTte, 09;tfm£&£fcri*B«^# (09, A7 5^7*f K 

^-7jo^ ^*-p^*>- (id *) , 3n--«i@f m. m& 

J$=x n=-JHfiKH^x ^ y *o#:c7->«M ft 2fj}S#tf feft, fta>Tt> I L- 1 , 
I L— 2, I L- 1 2ft£'4M' >^ — t2^^tit'tm^^\ 

mL&Mt^xfc, matt^v^ (09, ^y^t-hy pa, ^u^/v 

^7^, *>7V* y W h V !7 A (dalteparin sodium) ft if) , !7/^ 7 P V (00, 
!7/K7t y >^ y ? Aft if) , hP^lT^II (09, T;V# hP/*V(argatroban) 
ft if) , J&L&&ft£ (09, £ p (urokinase) , f y i? (tisokinase) , 

TjV^Zfy— If (alteplase), tT7'7- tf (nateplase) , ^^77*7— If 
(monteplase), /<?77*7- If (pamiteplase) ft if ) , JM^JMHMQIMJII (09, ' Ifc 
gfcf 1 ^ p fc**y^(ticlopidine hydrochloride), f sux#i/— /Wcilostazol), >f 
zty-^ls h&^/K ^77"n7 h-f h y !7A(beraprost sodium), &&fvy# 
Msarpogrelate hydrochloride) ft if) ft if##tf t>tl«5 e 

MKfcWHflfc LTtt, Gl^tt^c***^-- feffiE##J (09, -Y^F* 
*^>$) C^-r^f — • y-9— f- (Cancer Research) , 9^, 5935- 
5 93 91, 1 9 8 9¥) , 7"0^fnyH||f (0* v >^7B-/l'7t7 
— h) (S?-r— J"^ • ^ • ? y • t^3n (Journal of Clinical 

Oncology) ,fl2t, 2 1 3-2 2 5 M, 1 9 94^), SSSt^XP-T K (09, 

x^-IM D-*/>m , ^ h^P7*7^ KmUJW, rh7th'n*ytey -A* 
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WS>) E^yf'fVa- ^-V— ±~f- y-f— (British Journal of Cancer) , 
£6 8#, 3 14-3 1 81, 1 9 9 3^] , J«ft*/V*V, IGF-1, £>5 
V^|*»ttKSrf|i» , r*B J f--CifeSTNF-a, LIF, IL-6,^a^f 

* flrfflfSflJfc UTtt. #&#£teiilg (#k Y- 1 2 8 , VX- 8 5 3 , 
prosaptidef?) , S?oI (Ms 7^7?^ 7 § h !J 7*- 0 V, -f ^ 5 
^) , tiiXA,frA,n M, ?*M>i^*) % ft^Mli (flk 
5) , 7tf/^yy^#!J^^K (08, ABT-594^) , h"fc U 
ttK {&U ABT-627^) , ^fc/75 Vl&^Miil (0U h7-eK/V#) , J&H 

nf'fy^t- tfCPt^H (R LY-333531^) , fcvF£H (00, -<^3^7-£tr " 
F-s**yjfmm (0>J> 7#^7-f^) , #feft£%**y (0J, Tfr7 7 U 

^ V* Ho ^--7- h y 17**) s ^tJo^J (0ij, ^!Jy ( K*"^ 

v f-yw&t* if) t mm? a zth ^mxh v , *f t 

j3 7 ^ ^SSJSIs 7 * ^ y (Peptor|±<9DIAPEP-277# if) * if ©flk 1M" 

rip * ^t^j, Jig®^8t^{Ill■^i-5^ J ^s^^c»-r5^fc^>v^tt!7 
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Lfcik**&itittcH*?«itiiK>9& hgf, vEGFfc*©** 

[A83 

*&W<D{t&&) (I) fcfcVvC, R 1 #**jRR^fcSfc£» (1-1) tt, 01 
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(1-1) 

#feTii v fb-£^ (1-2) ^p^^i-S^ir^j;!?, fb^ti (i-i) 
*iWk* y tK®^ h y *^y ^*Afcir©7^# y &JS*i&{b 

fcfc*asi*tfe>*i5. RfeJitWMIi^ttfflitt.'a^ fb£^ (I -2) fcftLT 
i«MtT?*>5. $f3=L<te, K^ffigtt, (I -2) K*tU #*)2~#J5 

o^S, 4t06©«[ffl*tt, fb<£& (1-2) KifcfU Ibi. 2-&J5 %mxhZ> 0 
jg^^^i Ltli, ^Jx{f> J-A>t£}>toTfl'a-fl4fi ; f 

*&W<D4k&® (I) fcfc^-t, Y^-SO ro - (mttl*fcf4 2 "C 
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hz>\k£® (i-3) tt % wttf, !>:(D^ifiaot^t5^t^-ei5 0 



a-3, 1 . 

*Sn?f4, fc^fc (1-4) r. i «fc t) te£4fc ( I - 3 ) ZWtT 5„ 

*fiJ&HU iiS, BMBWfcfflvvr, $*v^a+-tfff fcixS. 

l*{fc#J t b-Ctt, «;ttf % 3-* d D7s=^iK*« ( i@3 h y * 

a % iilMb&Mc. atHKii^39«*rffc*t*. Kfk^tli, ft&to (i- 

4) IC^LT, ft 1 ^a~iiiPJa, #*L<«*Jl~Jftl OS*T?*5. 
Iff ; N, N-S^fvUM'ATS K*£©T5 MH ; **y-/K 

-o*>*. fo&ttiHtt* a*, jfto. 5 -sia 20 

[Cfe] 

3WIWOfl2^fc (I) *C*5VvC X 2 #-SO n - (nttl*fcf4 2*r*i-) 
T?fcSfk^* ( I - 5 ) 14, , if fc: <fc o r £ 5. 



< R >P (1-5) 
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#j£-Ctt, ik£® ( I - 6 ) Zmt-t S i £ i D ( I - 5 ) ^iS!it1-6. 

M^m^BmKmzik&m u-4) a»e>fca* d-3) 

[Djfe] 

*mi<OK&® (I) {CfeV^T, Y#-0-*fcWt-S M 2 #*t<fr 

X 1 -^(R)p + W J 
(II) (III) 

(R)P (I _7) 



*»"Cf4, fls-fr* (II) bft&m (HI) ko»SK:J:5flj#* (1-7) «rfil 

y * a x *iwb^ h y ^ a % jjcSHt y ^ [> A/i wt^* y gjucSMbft ; 

t*y^^. M)xf/W7 5^ N, N-^fvUT=yy, 1, 
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[5. 4. 0] ^fii-7-xy/j:^7?yS ; T^mt^]) £A> ** 

tet- h y •> ; ^ h y h^^> h\ -f h y 

S, wtl^>$S^lt», (ID fc*tU #*L<ttjftl-Jlfi5*/va 

vKc£©:c— 7VHR; T-fe h>\ 2 J ^t£i£<Dtr V ; *an*,W^ 
^1-5 0^15 0^ #£L<ttifo-l 0~jfol OO'C 



[Eft] • 

1&m<r)k&m (I) Kfcwc, Y#-o-£fcJi-S--C;fc?K M l *s«^ 

&tix^xb£^2m<nmmmit7kxm~ehz>it&m (1-9) 



o 

(V) (IV) 



'1 n 
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*fex-i$, <t&® (v) tits® (iv) t^ia^M d-9) &mm 

•fZo *J»!3fiSctt, ^Jx.«ffillBDj£^4oft5^^ (II) kik&® (III) £tf>S 
9 (1-7) SrjRj^5*fei:W#o»5*#TT?tTt>n5, 

[Fife] 

(I) K*5V^, Y#-0-*fcfi-S-T?fc»K ^oM 2 # 
*££¥-e&5te£#j (1-8) tt, «ttfft©*ft4^ J:ot^j*t5 w iist 
#5, 




(II-l) (IV-1) 



xl "^(R)p d-8) 

(II- 1) (IV-l) J: (1-8) 

If, Synthesis, pi (19 8 l).fcSE*©#S, ifc^li^ft^^ Cfc;fci£f-<fc 
OfrfrixS. ffttot). *Efcfi, ii*. «y ^fc^*5J:tm*HM©#fc 

7W%>\>ifry&*M yyvt'/K TWUfrX-ivW^^s^ l, 1' - 
S^JoftfflStt, fls^fe (ii- D fcttU tftWu #£L<fim~^5* 
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3§$\ |«)-5 0~|S)15 0t, #£L<te$J- 10~^100t 

[Gfe] 

*3m<Di\&to (I) Kfc^T, Y^-CON (R 3 ) - ({lb, tf/WTjf^A- 

^ifi^fiM 1 fcffrfri-s) xh%i\&® (i-io)ii fl*.tf&0#fefc£i!:' 




*^ftttft^* (VI) (VII) (7 $ K{b) L>xte&m (1-1 

(1) (VI) bit&m (VII) ifc*^J£ffiv*TiSS«*£**#8s. *> 

(2) fk^* (vi) ©sana****, ^» (vii) tzmgRfctsitzxte 

2Fi£ (1) ZtoWtZ, 
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>\,j];Vifs>M $ K, 1 -ifvl/- 3 - ( 3 -*J* ?vU7 ^/^o fc°A-) tt/Vifs^ 

(1) «iiM^4>T-fTV\ ^^tLTte, M^.«s N, N-v^5vV 
*/VA7 5 h\ N, N-^^/VT-fehT? K^^7^ Kfi ; 9 ^ 

fbfclifl® ;fh7t Kn75y, i>^*f-;V^— 1 r;VttZ<D*— 1 r/\' 

m^xh^\ 

Qckm (VII) (VI) K^LT, 0. l-10^f, & 

£L<fiO. 3~3^-/U^*-I?fc5o 

«&£3)©feffl*tt, ^* (VI) K^LT, 0. 1-10^1 #*U< 
fiO. 3~3^-/USft-Cfc5 0 

$ h\ 1 3 - ( 3 - V* f-frT % J -fn t'/V) $A,#*M $ K&tf^ 

±&Litffi&imm>imT$^mLm<D&imm*. \\&m (vd \znvx, 

0. l~10^t> &£L<fi0. 3~3^yV^l;-e*)-5o 
££jfigte % ii*, - 3 ot;~i oo'C-efcs. KJfc«WQ«U il^ 0. 5~ 

6 ommxhz. 
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%m (2) *RM1-5. 

(VI) (DBU&Wfmftt LTfi, flRtf, tt&zkfe* 8&/^-r K («, 
i^n!) K, Sfe^nS K) , 8N5*Vy K, fin*:**? 1 /!' (Witf7i=;H 

/Uzn^ x/K ^y^7/i/tD7j^n^f;i'/ < i^) % 1-t 

LTfi, 0!lx.tf h y ZLf-frT N - ^ fvi^E-^* y n, n— ^ 

^ ^ut= y vtik<DT % ym ; y * a, jmh- k y t&ttzvTA'* y 
; £8*** y ^ifcK^^ h y t&ttkvTjv* y 
; y Tkir^hy^A, TkmkVf't&ftktoTWj&m 

*Wtm ; WW ££©fcfi§*fi, (VI) 

(vii) coMSfi, K&m (vi) xtt^w^itfi^^^Lo. i~ 

SJ&Mte, S?ir, -3 0^10 0^5, o. 5~ 

2 0NFraT'fc5 o 
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Mfai?yuT§>\ N-^f/w*yy ( n, n-^WsUW/^ot 

5 y * * % h y v&KWTw y&Rimm •. 

y ^sbKm^ h y * Afc^r** y &mm&m& *®jft# vvj*. 

fcmt-r v y ^a, *&fty Attunr** y &n*ifcftft3Q ©#&tk: 

RJfc£-lJ\ Sfcfcft** (VII) t£f££-£5o 

ft** (vii) (D&mmt. (vi) Xfi-toiS^KaiTK^I^tT, ii^ 
o. l~i o^a^S, £P£ U<fiO. 3~3*;u^l:-t?feSe 

Si^astt, mm, -3ot~ioott?fc5„ s^p^h, a*, o. 5~ 
^mm(oi\^m (D jc^t, y#-n (r 3 .) co- ({at, */vtj?=./u 

^sSffSM 2 fci£*t-3) -C*>3ft*fc (i-li)lt «*.tf»:©*fe/jcincJ:o 



[**©lB#t4KHEtl?l*ai«r*f. 3 

(VIII) £ft£^ (IX) £81* (7 5 Kft) UTft*^ (I- 
ll) £#5#i£-t'fcS 0 #§S!g2fcJi, «;itflfoffiGftlc*5rt5ft*a (VI) t 
ft**b (VII) tOS^tct?) (1-10) S:»5*fe^i©M#K- 

[I -lft] [I-2&] 

*36W©ft*fc (I) fc*SVvC, y ri>0 % M 1 *s«ft$nr 




(IX) 



2 9 

(R)p 0 
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l^T t> ± V 2 £l±(D 2 mcDm^m^it^^m-Ch^it^ ( I - 1 2a'), 

(I-12b') , (I-12a) *5«fctf ( I -1 2 b ) f*. flRtf&O^S: ( I - 

i) , (i-2) ftificiot^iittSwtms. 
a-D fH M -cH' Q r9 V-mL^mI v2 .m1.or 1 

(R)p R 0 O 

(X) (XI) 



^ M -c=c- M W M ' x ^ M V° Rl 



X' 

(R)p 

* <I-12a') 



p -/ ?-c w "x 2 y 

(R)P 

(I-12a) 



a-2) f^ M ^° r^-c-m^mI 2 -M« OR 1 

X V -|/ Xtt, + H W X 2 Y 
(A)p 0 



(XII) (XIII) 



[IS 2 a] 



[IS 1b] 




[IS 2b] 



(R)p 

(I-12b') 

R/yM^I l/MUvMl j^vOR 1 

?r? W x 2 Y 

(R)p 

(I-12b) 

Kt, Q«P (O) (OR 7 ) 2 SfcfiPR 7 3 R 7 tt£*»l~4 

s e c-^/K t e r t-^/V^t') *fcfi£*R 1 ~4 (DT^/W 
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8 , R 8 b , R 9 ' *5<fctfR 9 b it x ^rtL-enaSUT, ra-*fcttft*oTV^ 

mm] tfimLx^xb&^m^frb&g&fcztizw&mz&L* ^teoia 

m 1 b fcfctt* riKft§4xrv^'{>J;v>2il^il»Sl^7K3!5Sj tt, HUIEM 
8 a , r 8 b v r 9 a #£Vr 9 b khsw-s rr/i^^gj r±» iastt*fcf4^ 

MX.titf-A'* x-J-'K T'ntf/K ^y^Blf^, ^y^f/K sec 

-y^/K t e r t-^V/j!if#itff)il5. 

[XSl a ] ( I -1 2 a ' ) 0$S!3t 

fl*fr*> (1-1 2a* ) (XI) 

(1) (X) (Q = PR 7 3 ) d^2»£ft5***=*A^ JJ 
K^K^**-C*U7-f v&#5^fr#5Wittig£j&, fcSWi 

(2) 7A-*/Hgy yK^x^f/l' (X) .(Q=P (O) (OR 7 ) 2 ) frt>m 

Witt i g-Horner-Emmons^JC^, 

[isib] K&m d-i2b' ) <D§m 

(I-l 2b' ) tt % it&® (XII) £ % 

(1) ***=*a£(xiid (q=pr 7 3 ) d^ii^ns^*-!?^ y 

(2) T/i^/w&y x^^tvWXIII) (Q = P (O) (OR 7 ) 2 ) *»e>B 
Wi tt i g-Horn ei— EmmonsSffr „ 
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mi 9#mj$i,5 7-7 8m%¥\z&mhzwtt\mztix^z&mzmz 

[lS2a] <b^#f (1-1 2 a) (OWSt 

IS 1 a X-'&btltclk&Vl ( I - 1 2 a ' ) <75 LXfc&® ( I - 
12a) £#3 0 

[IS 2 b] ffc^fc (1-1 2 b) (09m 

nib Tjfte^fcfls-a* ( i - 1 2 b ' ) (D-mz&zMjc \^x\t^m ( i - 

12 b) 

mt* ? t n d x/v&tt:?) s m^tmwt^^f£ , 

fflgtt-1 OO^bl 0 or (»£L<li-7 0;&>e>5 0 < C) ftT^i^ 
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AmvmHb&kk \,xm^t>tis<\&m ( i -2) ^j^.«±i5Bfe~ 1 & 
Bj*-cjHeisKfc^«5tu-cfflv>e>*b'5<k'&* (1-4) wu «*.tf±iEAft, c& 

CttrCJWWb*** LT/iV*fc;h,Sfc**(I-6) HU«*.tf±«Afe Bit,. 

DmvBmk&Vokhxm^tbtiZik&to (11) f» Y*5-o--efe«?, m 1 
©Y' fcBfi^*«fP^s«««o^^u^-T?*)5^* (II-l") (FjfetfflW 
fljfr** Vxm^btiZlk&Vi (II- 1) <k M 1 • <DOHm\z.®mtZU£&te 

*i5{b<frto (II- 1" ) *x R 8 ^7K^JS^T-fc5^^t>^*tb5) f*> 0!*.tf 



(xiv) taKci-sctniio, (11- 1' ) 

So 

*S5uSf&t?«> (XIV) t»LTJS7C»JSria**V^L*iSSi« (#* t 

< tti ~ 1 0 =§*) teffl-rs. StcSU ur«, hV V 



[J»] 




(XIV) 
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$li-5Z.ktf-?Z, Wz-ftT;\<*-/\,m. (011 xtf, / -t\>*?x.* J ->vti if) , 
zh—tvi^ (0ijxi^ fh7kh'o77>', ^^f" ^> i**?^:*— ^/ufc if) . 

u*jvj»t£}f) „ hyftftttSi (Wittf, n, N-^^/uAT^; 

K, ^^/v*/v**^h\ T*h=M/nfcir) Jfe^WfeM. 

3 oa>£> i o o^c-cff ?:^5^i 0 

Dmx'm®ik&V9tLxm\,^tiz>i[:&y>i an *\ y* ^-s-^s^-a- 

ft (II- 2) ttu «^.tfTIBKffitJ;5«5t$n-5. 

; 1 3i . R " *** 

(R)P (R)P § X ^ p 

(II-l) (XV) (II-2 t ) (II-2) 

fcEIStil*:*-*". ] 

T/l^/K 1 /£V^L4 t < \i 1 ftV » L 3 <Btf>^ n tfy^rf-X* 

fi& £ *vc v t> X v ^ 7 * -Ma ifx-h 5. 
[iii] 

<fc-£ft (II- 1) Hfc^ft (XV) t©RlSfcJ:9, ft^ft (II- 2' ) 
^S!iti-5o #^iiiJIHBFftfc:fctt*fc£ft (n-i) b<t&* (IV- 1) £<a 
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CXS2] 

#feff±, iai-e»fcfc#fc (ii- 2' ) **o*^»-r5^tk:J:t>, i\&m 

(II- 2) &«Bft1-*. *RJESlilWIBAifek:*5»t5^» (1-2) <DM#Mlz 

SiZtt&m (i-i) oisafcBWfcUTftfctis. 

ft*>\ fc^fc (II-2) t±f-*-^i:tT*HI*JJ:tm«t-Ct>J:<, ££±15 

Ltz4k£® (1-7) ©KitKiffl^Tfc.fcK 
Ejfe.-eJiS*Hk^*tL-rfflv^ii5{k^ (v) »± % mtfTtELfeJctoai 
[Life] 

<*>p (A) P 

(II-l) (V) 

fb^ (II- 1) o*WMr«HiE^llt*fiOt:iivWittfE#Apyyo 
Ifc^ (ii- 1) t/M3y^asijfc^)R^j;t)tTV\ ^vfyikMtL 

yAD^yfti, #y vt/Nny>*>sv^tt«[fl:^=/uftif#J|trf e>tu5 0 3 

BE^B^^kffiloffifflfttt, 4fc£fc (II- 1) l^tCttT, l^L5SiT* 

/M-*s/-c*>5&£\ ffc£4fc(ii-i) i^*=/Wk3W^©RJESfcJ;otfv\ * 

y^/u*y|j«!t*«ft^) fttfflMHffcftS. a«^^*--Mb»J©ttflMltt, 
fc£4fc(ll-i) lStl:#tt, lftv>L5^i;-cfc5, r©»,fttt*y 
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sm^-r v y v^Kwmm&m, a - (n, n-^^vvt^/) eyi^ 

hV^^r^^ s if!)^^f^7=yy, 1, 4-i>TW*>?v (2. 
2. 2) ^-^^v (DABCO) &Wfrm£S£lftv>Ul oliffl^ttJ: 

m&t&m\*-3 Ot~l O Ot, »*L<«-1 0*C~5 O^-Ctr^rtdJ-C 
[MSG 

X l-l/ « — X l_l/ » 

(R)p (R)p 
(XIV) (VI) 

ras»%^i" 0 ] 

(XIV ) M*#*?-f5- 4t<£<8> (VI) Sr»!ifr 

So *s^tti?neAfe{c*5ft5{^4fei d-2) ©J!i07K5W»»w«t-5fk^«5 (i-i) 
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HfttgMHTffl^^Sft^ (VIII) it, m*-&, TIEN- life, 
[N-1&] 

ill/ E + R 3 ^H 2 — ill/ 
(R)p WP 

(V) (XVI) (VIII) 

Kf©IB*ttW1Bi:IBI#lfc*Srt*. ] 

'*8rCtt, .{b*4fc (V) ilb^» (XVI) bVfrfo^XiO, (VIII) fcfil 

g-fSo ^^ttlWEDfefciSttSltefc (II) *<fc£4fc (HI) iOK^tR* 

[N-2&J 

R f*N R B iK M ? 3 

(A >> V" , H ^> X CH R 

(R)p (R)P 
(XII) (XVI) < VIII,) 

#fcfcfiMb&4b (XII) kTy*=-T*tz\*l®T%> (XVI) SrS^$*. 

TcWTS/fl^fcioTflra-fc (VIII' ) ^#5^ffiT-fc6o 
'RS^-ett^tt (XII) tc*fLT, T:^e-=73-fctel®7^ (XVI) Sri 
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2M&.1rZZbifi'C%* M*-l*T/u=i~ /HIS (0ilx.tf> 

AT 3; K, ^ *fl,*As**V h\ THr h= M /uft if) fr^s^f b*x6o R 

ii-3o < c~ioot:, »^t<fiot:~6 ot-efT^^T-ts,, 
tea* (xvi) &ft<&a<Di?&xmmirz>z.k&x%, mm&tvxhx^ 

[Oft] 



. *K£M:{fr£«> (X) <£Q#P (o) (OR 7 ) 2 ©»#|iftMb^«5 (V ) 
(XVII) tOS^I-«t!9, it&m (X) OQtfiPR 7 3 ©fc^fcHtf&S- 

m (v ) i^-^fe (xviii) b<DK&\z£*)MmTz>%mxhZo 

&%&Xl*ik&!!i (V ) K*fLT, (xvii) Sfcliffrg-fc (xviii) £ 
(#*L<ttl~l 0^4) tefli^S. 




PR 7 3 (XVII) 
P(OR 7 ) 3 (XVIII) 




(X) 
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ft if) tek'frt>m&miRLtz®m*X'ft?Z.l:tf-?ZZ> 0 

fcfo&fmi* 0 . 5 L 7 2 « L < 14 1 fcV > L 2 4 B^T-fc 5 0 SJ& 
M«0r~2 0 0 < CT'fT5-<t^-C#5, o . 

K&m (xvii) *5iTj? (xviii) fi, $ft&*a<Dj3mx-mm.i-z>zk&x'Z. m 

i—2 $xx*wffli)uB%) t vxm^btiz><t&® (xii) » % mtfTfap&Kct 
[pfc] 



*8r?tt, di-i") ^k-rSwii^i!?^^ (xii) £$£i£1-5o 
0yx-tf{fc^ (ii- 1 " ) \cttl>xmm& l £ftftv>L 20^ 

i*=:£A (PCC) , Zl^PA^k 0 A (PDC) > i^?vU*/U*=5fv' 

^/^^n* (dcc) fc^flsagrrwis. 




ui-i") 



(XII) 
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^ ^pp^A^if) % fhym (M*-t£< T-th>, >f/nWhWi 
if) N ^PhyttiM (0H*tf, N, N-s^^/v*^AT5 h\ Vtf 

ft£f*K{t#J©«g|K: ioTitliJRU -so^io otreff ? 

¥&x-mmt&mt^xm^btiz>it%® (11-1*) <k r 8 #**jK*T?fc 

vMfc-£» (II-2) fi, m^TIBP' 8Hc«fc*?3SliiSftSo 

cp' m 



K4\ R 8 ■ fie&£ftTv^'t>«kv^7k£&£, Mtt7k*jiS(«fctt^h 
r 8 • Kifctts r«ft$ix-cv^-ctJ:v^fiMb!k*»j tiMffifaR 1 Kifctta r« 

fljfr* (XII- 1) <bR 8 • -Mb*5Lfc£l£X, ft&m (II-2) £ 
KiTTS. *Mfcfc:ftv\ TOfcl«M^&»**fcv 

(XII- 1) KfcfLT, R 8 * -M*l3*ft^L*i«llU #£L<ttm~&5* 




8a 



(XII-1) 



(II-2) 
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mm ; N, N-^f;v*M7 5 h'teifOT $ h'M ; S^^^M^^Kfc 
ft*>\ fk-a^l (XII- 1) ft. JilEPiSfcliiilHb-^ (II- 1 ' ) ZMik-TZZ b 

xi>±^2moiimmmk7kmmxhz>fc&%> (vr ) , s^fs, j^-c-®« 
mmmmt*%mxh <o , ^or» ° ^imxh^^m (vr ) mtfr 




2 



UI-1) 



[X@l-a] 
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isry<m (i) teftfmfbftZo znt>mm^T^im<DVim*tt. <t&m 

(V) (c*fU #*L<ttli3*fci>L*i»l (#*L<fil~l O^*) -Cfc 

srt?a*»i» #*jot~&2 o ot-ctr^^s-cts, Rj£n#ro«u a#> 
too. 5~#*j2 0B#fBj-cfc3 o 

[Ill-b] 

**-cr±, ffc^tfei (II- 1) i*>rvfl^*«rV^5-3t3ttKrt;fcJ:ORlS** 
Tfb&fc (xix) £$SHg1-5. *^»it(riBFifcfcfctts<b&4fe (n-i) 
m (IV-l) £^ J: (1-8) ©«ifiil5«ltfcUTft*?*t 

[IH 2] 

*&T-tt, x@ i - a £ fcttig i - b vWt{t&* (XIX) %»P7K5^?1- 

(vi ' ) *5^ttaWBAfcfc:|3ttS{t£* (1-2) 
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<nM$mK&Z)ik%%) (i-D <DmmtmmtLxnt>}iz>. 
j &K*}tfz>ik&vo (xiv) (M&vmmk&mt Lxm^nzik^m <xiv ) 

7k%mx*hz>it£® (ni). *$itWk^«j (xiv" ) mtfTI5Rfe^«t 
[RtH 




t:7K <<V7xi k°/K :/?vK -i y^/K sec -zff-/V, tert -rf^A< 

[xmi] ^k^tt (xxi) tfjisat 

fc^fe (XII) 

(1) (XX) (Q = PR 7 3 ) b><< D 
KtS^$*T^U7w ^£#5V>frt<J>5Wittig£fE;, fcSVMi 

(2) 7;u^/H!Jyiv;x7f;u (xx) (q=p (o) (OR 7 ) 2 ) 
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Wi 1 1 i g-Horner-EmmonsHf^ 

(xxi) tm^tiZo *Rfcim& i - 1 m<o [XSl a] 

-SWittigSJ^fe^VMiWittig-Horner-EmmonsS^.t'S^^I (1-1 2 a' ) <D 
item (XX) f4 % g tt^W^Sfcfi^K^T «fc 0 JUSTS d t 



[IS 2] {fc^fe (XIV ) ©»Bg 

TMivftbin-fcib&Vo (xxi) ^-S^^^jItc Lxit&to (xiV ) £#5 

2r8n?*>-5. #KJfctej|tJfe I &0 CXS2 a] fcfcttSffc-g-ft (1-1 2 a' ) <D 

*.mmmLZ.*i\&m (1-12 a) ©«*iR*»i:tTtTtjn«. 



Di£lc:fctt3fc-£#j (III) tt, ^J^TfSS&tCttJK^^HSo 
CSft] 

o 0 

(IV-2) (III) 
*SreH:;fl:** (IV-2) ©*IM6«:IIUi»E-«|fti-SiilcJ:9, fc^fc 

(in) srSig-rso *s«?»4iiWBLj5fe»c*jitsfl2^» (11- 1 ) <D*wt&z$m 



i -\m^&rt*>^m (xi) n % 0»j^«TiBTft^«ti?»it$n5. 

[Tfe] 

OH 0 O 0 

(IV-3) (XI) 

*arm, {tern (iv-3) sriMbi-s-i^ioib^ft (xd £$fit-t3 0 * 
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Rfo\m&pmK&ttz><k&® (ii- 1" ) <nm<uz£z<k£Vo (xii) nmmt 



i-2mz&rtz>tt&® (xiii) w\ mz.\iTmumc£<ommznz t 



». ?■ , •» v* 1 + PR 3 (XVII) 

h w x 2 T 

(III-l) ° P(OR 7 ) 3 (XVIII) 



R9b -S- M V Ml x 2 " M Y° Rl 

0 

(XIII) 

#Ej£ttfls£* (xiii) <DQ&p (o) (or 7 ) 2 ff>m&\a±it&to (ni- 
i) fcfc-fi* (xvn) boBU&KZVs ik&to (xni) z>q#pr 7 3 
Ktt&to (ni-i) fcfls£« (xviii) £©Rjfcfcj;0«iSr*;*r»-e*>3. 

fcttilteEOfctCfeMtSffc^ (V ) &<fr&4fe (XVII) *fcfiMfc£4fe (XVIII) t 

Rfoz&zztizSLZfc&yd (x) ©ii^it LrtT^nSc 

&*5 X *3Lmz.&VZ>i\&® (III-l > tt, ft£4& (III) (^-a^tl. WI5S 

EtefcfeitSfc'^* (iv) , Tmz.&ttZ>\k&to (IV- 1) N GfefCfcttSfl^ 
« (VII) , Hfefc*3ttSft£* (IX) , SfctCfcttSfl;^ (IV- 2) , *5«fct* 
Tjfcfcfc (IV- 3) (Cttfe^b^tt^TT^VfelJliSJtSfk^ 

(XXII) fcfi£S*b5 3) I4» W;UrFfevjfefcJ:9jK£3ix5. 

■^^•VV* 1 „ h -y«- m V m1 x 2 - m y or1 

(XXIII) ° (XXII) 0 



WO 2004/022551 PCT/JP2003/011308 

84 

*7Y<nmm*s -y" -fi-O-, -S-, -N (R 3 ) -£fcf±-C (= 
O) -O- (fiU #/^~«miiM 2 ttt^fS) *OteOlB*f±«nE 

#ifc-Ctt, {t£& (XXIII) *itlc:J:9, (XXII) * 

Jfll*P>*l3#, «X.tf TPROTECT I VE GROUPS IN ORG A 
NIC SYNTHESIS] Second Edition (JOHN WI 
LEY & SONS, INC. ) fc^fc^feSWiSI/BSftT^S^fclfi 

vifefc*>»t6ik'&* (ran) tLt, x 2 fls-o-£fctt-s m 3 
*MM-«*v^b** (XXHI-1) fi, «*tfT!EWfefcJ:9»ft*tL6. 

[Wife] 

Z- y „-M^M 3 < oh Z^^M^M^g 

(XXIV) 1181 (XXV) 

(xxvi) I z -y"" m2 ^ m3 ^x 3 ^ M Y OR1 



182 (XXIII-1) 
[^4>, X 3 tt-0-U:*:tt-S-£, M 3 • ttK&£*iT^TfcJ:^2fi6tf>JJ§ 

M 3 1 Kfctts r«fts*LTv^Tt>J:v^2ffoiIBJK»SJi5i{k*3lfSj it. WIEM 

cxmi] 

*8rer±* (rav) <D7km&ZJm&E^#&1-z> fls^fc 
(XXV) Srteti-5. *Rrt?ttIiWBLfeK:*3tt5{k'&* (II- 1) tf>*IfcS£j|fc«i 
SE^^-rsri^i^^^ (V) ^&i££m«KLTfTfrix£o 
[IS 2] 
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*mvtx. jLmiX'%btitcit&vo (xxv) t<\&m (xxvd t^^xoit 
*m (xxiii- i) *wk*z>o xwmtt. m&mteDmz.*t)%ft&m (id 

bitS® (III) b<D5Lf&\z£>0 (1-7) *m&tZlS&£R&V>&J&$kftTV 
wm [I»2] fc*5tt5te<&$ (XXVI) tt % gfr^O^feTfUljgi-SitAS 

Vj£lC*5tt5'ffc-a*fe (XXIII) i'LTx X 2 ^- 0 -^fcfi-S-T*fc5{k^ 
(mil- 2) '14, flfcfrFfBXfcteiOKJtSftS. 



*8n?f4, •fb-g-ti (xxvii) (xxviii) b<DEUfc\z£9ik&® (xxiii- 

2) fe«5ii-5. W^fiaWBDjfe^JtSft-g* (ID fcrt^fc (HI) 

bnfcfcKZ'O (1-7) SrftBSr<5**l:R*OK«*#T-X'fTt)ns. 

&*5, ±|BX*fc*jrt<5^^* (XXVIII) f4> g^^W^feT-Hiitl-Sri 

vm^mwt&totLxm^btiZto&b (xxiii) ui&v^-c, x 2 ^-o-* 

tcte-S-X'h'Q, M 3 tflt^-CfcSrttfMfe (mil- 3) f4, 0«;U4TiSYife 
[YSfc] 




(XXIII-2) 0 



(XXVII) 




(XXIII-3) 



T 



O 
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*#rm, \\L%m (xxix) bittern (xxx) Z^t>tyZ%W.fo\zi.*)&fcisik 

xit&m (xxin-3) zwfctZo ttfcimt&Fmz&i-tzibte® (ii-d t 

ft&m (IV- 1) £SJS$-£5i££J;5<l^ (1-8) <DM^tmm^vxn 

t>tl%> 0 

fc*5, ±SBY&lCi3tt6<k^ (XXX) li, g^^^feT^-rS^.b^T? 

v^*Jtt-5{b^ (nni) <tucx 2 isxxm 4 tfkhimte^xh*), m 

(XXIII-4) ttmkS® (XXIII- 5) tt, ^j£fiTIEZ&^«t!9|5{3t^tL5. 

[z&] 




M 3 b fc*s^5 r«ft*J^r^^-Ct>J:v^2^fioJ!BlteS^!^^b^c*»J tt, S9I5M 

1 tarns ^^tftSi^T^^■ctJ:v^2ffli©lBJte»yft^b^c**J t^-cfct), r 

y7*o fcVK -Y y^f;K sec -zf^sK t e r t --ff-frttXtt 

[XS1] (XXIII-4) tf>j&5£ 
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<t£Vi (xxxi) 

(1) (XX-l) (Q = PR 7 3 ) 

(2) T/V^Sy ^^^T/V (XX-l) (Q = P (O) (OR 7 ) 2 ) 
Wi ttig-Horner-EmmonsSiS% 

IdioT, Q&m (mil- 4) £#5. #gJ&fiiiuiE I m<D [ISl a] te*5l* 
5Wittig^fc$V^ttWittirflorner-Enmons^J5&{Cj;5'fb#^ (1-1 2 a' ) <D 

ik&to (xx- 1 ) tt, £ #^a©^»Tf«3iH-5 - £ a*-e 1 , ifijK A t tr t A 

[IS 2] ib^#» (XXIII- 5 ).©*!£ 

ifti-eWfetbWk'Wfc' (xxm-4) orfii^^ilTcL-c^fe (xxin-5) 

Sr#5^}fe-Cfe5o *RJ6f4WIB I &<D [IS 2 a ] tefetf *fc£4fe ( I - 1 2 a ' ) 
<D7k%mMK£Z>fc&®} (1-12 a) <DWtk!Sim\£VXfft>tl&. 

vmz$>vz>it£Vo (xxiii) tLxx 2 &£xm< tft^Km^x-b*), R 
mxhz>ik&® (xxiii- 6) , *3«fctf, (xxiii) tt-cx 2 *5«fctflvi 4 # 

0, a»o, R 1 ds^^JOS^-C/jJVMk^fc (XXIII- 7) fi, fl*.tfTfBAa8#:J: 
[A a ft] 

< XXV > (XXXII) (XXIII-6) O 



2> «2 M 3a 



IS 3 



"OH 



I 



(XXIII-7) 0 
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[Ill-a] 

#8rc«u item (xxv) tim^7y<{mz&.fo£-<txitem (xxxu) *m 
mtio *s^«wi5Qfe(o [in-a] \zm-tz4tem (v) ^mm^r>it 
mtmfczitzztizxzitem (xix) <Dmkk®mzvxfit>tiz B 

[xmi-b] 

xitem (xxxu) srtijrrs. *s^tts&EF&(cdott5{k^ (ii-d 

(IV- 1 ) ^$t5wi:ia5^ (1-8) W»5ftTO^UTfTfc 
[IS 2] 

iti-a ^fettis i -b (xxxu) r. 

££«fc *). totem (XXIII- 6) *iart-5. *^fi«1BAft|:::fctt5{fc£* ( I 
-2) ©AP7K^»fcJ:5ft^* (I-D ©«3gfcR*Kib-CfTfcttS. 
[IS 3] 

*feX*fi, lS2r#fcM (XXIII- 6) ^^x/Wb-f-SC^lCj;^ ^ 

a* (mil- 7) £$sg-f5„ afc^©®*?*^ fl;u*»4jK 

£*Wfc^§*& (2l#) 3*2 2tt«^IV, 4 3-5 1K*^B«*)SVWI 

w& [isi] t&tfzitem (xxiv) . 4o«ttjfzfe{c*5»t-5{k^ (xxxi) 

5 5. te£^> (xxiv) (tsb bfe-eo{k^ (xxiv-i) , item (xxiv- 
2) ) tezxMtem (xxxi) (TEBb«few^-s* (xxxi-i) % item (xxxi 

-2) ) tt % fc^XL«TIBBbfe(Cj:oT, -fb^ (XXIII-8) (Aafe-C»it$ 

tizitem (mil- 6) % item (mn-7) , zmxmkZMitem (xxm- 
4) , item (xxin-5) %ht*tit<b&mift+) frbmtZM. 
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[BbSH 



(XXIII-8) (XXIV-1) 

XS2 Z^ y „^M^M 3 ^H 183 ^y-^^Y^ 
(XXXI-1) 0 ~ (XXIV-2) * 



IS4 Z-ym-M^M 3 ^© 

ll3a 
•ft 



(XXXI-2) 

±|2R 1 3 0 K&tfs rg^^tbTv^tctv^Tk^Sj ^ Hula 

[XSl] 

<b£4fc (xxiv-i) ft, jfcKfettSfb-S-^ (xiv) (DMyt^ £Z>ik$<to (n- 

i) o«ir«o^#rt?> \\&m (xxnr-8) *m7vi-zzt\z£<omm£ 
[xm2] 

it-Sm (xxxi-D fi, BiilELTtP&ic&tt^b^ (ii- 1" ) <DWk4tfc£Z 

\Y&m (xii) (Dmmtmmv&itTx; tt&m (xxiv-d ^b-rs^i-e^i 
cxm3] 

*b£& (XXIV-2) ft, MiELfcP' ffifcfcttSrt^ (Xll-l) tR 8 1 -M 
k<D5Lfciz£Zfc£® (II- 2) W®i3t^|l^^#T-C> fb£t> (XXXI-1) £ 

[XS4] • 

<b^ (xxxi-2) « % MSUfcpftfcfcttSffc^fc (ii- 1") rouble 
{b#& (xii) ottft^n*©*#TT», <b£&> (mv-2) SriMbi-srt-cj!! 
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jSfclc*5lt5<b#*> (XIV) £LT, M 1 «5\ R 1 0 #«M*i/t 

v^fe«tv^bic*St?fc5^#^ *fcf±. MfcfcfcttSfc** (XIV ) tL 

•cm 1 *tt^-cas>sfl:^i*tt, &&'j&<Djjmz£*)mi£t5z.ktfx-zz e 

fc¥lf& 0M» S&2 4#**aj*VI, 5 0 0-5 0 4H, 1-6 0 5 6 

9, Synthesis, 12, 1 0 2 71 (1 9 8 3) fc£fc»**>5V*tt§|JB tStlX^ 

tt*tf)MJi»mb¥llt& (A» &2 4#*«*riMU 5 13-5 1 7H/£^d 
it&to (I) ©R, R\ R 2 , R\ HA, M 1 , M 2 , hPHtZMtLfrt&W. 

«T5 K{k, */w*=/Wb, =hpy-fk % 7vu*/Wk ry-^Wb, -YS Kfls* 
^ x ^/w^^/wb, r/^/Wfc, ry-/Wb, gHb, ^nyv^©s^^j;ij 

SHMTfcT?**. ^tf^/Wg©*^ «7C, &{b, -<$./<{b W-=¥*>-Mk t 
K^/Wbfc^if) „ (?•*) <{r*-/Wb, 7^yr^b, f-**/v#=/Mb 
*©»5fcJ:0fci*WC*>S. >/M7:/hS©*£\ T/u**ffc, Kte«©£ 

\z£<0£&^mx-ibZ> o */v**©#&, ^/v*y7 5Kfb, Jt5c«*©KlSK:J: 

o«*»r«-ca>s. /Mjyyifoi^, #«#&s&£0&, ^s-a^^^y^^ 
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5H^^ll ttmStLTT^y, 7J^zK*v\ kh'P^K y-/l^7h£ 
(mz-lf, T±3-/K z-^tv-frtViS-MiZ) , 7*=/w^/w^=/K 

SHtSiB^ #WWK-¥\ a******) . C, _ 6 7A'*A'-jfrA'#-A' (61*. 

Wz-\*s *^A\ n-^PfcVK -fV^DtVK n-^fvK tert- 

3 > C, _ 6 7A*A;*7/i^=/U (#J;U^ THr^/K ^ 

Tt>V\ 

(MZ.t£s y^/K 3if7K n-^nf/K >f V^ofcVK n-7fvK tert- 
7^Aft£) % 7i-/K C 7 _ , 0 77A*A< M*.&. s<WA<tlZ) , C 
, _ 6 7A-*A-;&A#=A Tirfvu, ^jVh;Vifs=./\st£l?) , C 
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, jM'S/k t*7-/K '>yynjc^3&sfflv>e>*i5. rtue>^ 

aaifi, lav^^e**)'^^** twjH^, a* 

3V*m*fti!) > C, _ a T/^/V (tfijxtf, y?7K n-r 

^btiZtK i& »7c. fc K55^ 7x^t Kyi^ 

(flk fflfcti, *7A^n-7h^77^-,»i 
^DTh^7 7^-)l:tctlfi3^, 

ft** (I) tt¥J*teffc £#JH±#, (UtWt», EHEftttfcfcfcim 

inexoftttftfc**^^^* ( i ) t L-oa^Sih,* 1 

ft** (I) C3t*»tt**s»SE-1-5»*^tt, ttft**a»fc#«$*t 
fcft«tt:#t>ft*tt (I) 
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1) 

tMr5frfc**SH*fcfl:'&* (+) —*y?Mk. (-) — 

>wfc (+) -MBt (-) -ig*&> (+) -i-7x*^7$y, (-) 
-i-7i^W$y, ^asy, (-) ->ya=:;y, TVw^fc^) 

2) *7^7Afe 

(i1-5*fe«*.tftt»^P-eh^97^-0»^, EN ANT I O-OVM ( h 
-y-litSD fcSV^Hu y^ir^ttS! CH I RALVU-X4^©^7^7 

CP-Chirasil-DeX CB (S*— ;OHJvf a: 

3) -/77,r^-S • 

7ir 5^0^^^7t^Stt^f*^^^S^^«fcoT^T^7 1 u*^-©jg 
fc**IS* (01*.ff, MT PA Ca-> h**S-a- (V V 7**a t^M 7* 

~/mm . (-) -*yh**sgm») Kztzm'&i-zztKZ'Q. 
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fcus-a-t-s zt\££*), tnmr $ mmtft^xT^ftv vtxt 
x&moit&vo (i) &£xf%<Dmm¥m\z&®zti®z>mx pparic^ 

%1rZZb\z£Q. PPARKIS&1-5-&* (feiill JltSffi;i8m#J£*5,fctf 

?s>K -^*30 Kfcvv-C, PPARHiMfci 
ttPPARKBSa-fS^B Iggtt8mff£:fc£ mm 

#mi ( i ) y #f - a u-,v±_mk h v ? v -fc d m 

ift L-Cfc^-C&S. SbKl, #389!<Z>{t-&4& (I) tt:GPR4 Og&ftflMB 

*PJJNB*IC^Vn-C, ^^T$y^^«rl&-i|-C*^i-5#&, IUPAC-IUB 
Comnission on Biochemical Nomenclature^ J; 5R&#fc5VM:i^t£#l?lC:J3tf'2> 

&mWl (PPARy-RXRa D V KSfc) 

###J8 ar#?)tlfcPPARy : RXR a : 4 ERPP/CHO-K lUflJS 
£l 0%^^]«ikfS [7>f7f^;ni;-a (Life Technologies, Inc.) fik 
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$r&tt'^J*F 1 2J§i& [7^7r^;n^-|i (Life Technologies, Inc.) 
#ffl] 9 6«>3i/V*!7-r h^-h [3-=^^ = 

— (Corning Coster Corporation) ^-2X 1 0 4 cells/well 5 

i%mmm^^^mr^^^ (bsa) ^tf/^F 1 2^t^b^ 

®20 »lt*ffimU3 iXKOmtf*'! y*a-<-*-*T?l 8~2 4B#TO 
^Lfc i§ife£l&*^ HBSS (HANKS' BALANCED SALT SOLUTION) (BIO WHITTAKER 

*fc) -e2fg%^ Lfc f y '% v-vi. 5 (fr^Hi®!) £ 4 o M ima U WMk* 

1 4 2 0 AR V^- (Multilabel Counter) y y 9 

(waiiac) &) zm^x. ^7—emvkzmi£Ltc e 



[£13 






1 (3) 


2. 8 


5 (2) 


2. 3 



~(D£o^ *%m<k&mt, ^*WcPPARy-RXRa ^nlif!) 

S*lfc0ij2 (PPARJ-RXRa Dli^y KS&) 

#%f49 a-CHJStfchy^^i^^ayd^l 8~2 4«OCOS- 
li&Bfl&£le]ifcU 0. I%8«t^>tlt7;b7'?y (BSA) (fP?t^M 
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W £^trDMEMig*!S [?>T 7f^ / n i?H± (Life Technologies, Inc. ) JSL 
*H] WK»&, 9 6!)i;V*!7^ h7U-h (rJ-^i/^ttSSk #B) 
m/WMX 10 4 cell s /weUtteZ£o\Z8 On l<5oj#HLfc 0 fcvvt, 
*»<b£fc£2 0M l*aPU 3 71C, 5%CO z &#T36~4 8$m$£l, 
tZo 9 6 psA"*?^ h/U- hi >9*gife&|&*^ HBSS (HANKS' BALANCED SALT 
SOLUTION) (BI0WHinAKERtfc)T?2ffiF*RLfctfy*5^-yLT7. 5 (fP^H) 
• £4 0 jt 1 S8JDU ffift'&. 1 4 20 ARVO^f 7^!?>?- 

(Multilabel Counter) (179 (Wallac) th) /W>7x7- t?fS 

mki\^mim^m<ojv^y * ?~«5hs* 1 * ufc * # ©, &&m&m 1 

»2) 



5 


(9) 


6. 


7 


6 


(4) 


7. 


4 


6 


(6) 


6. 


6 


6 


(24) 


6. 


8 


6 


(26) 


5. 


6 



*»9Hfrfr4feWU «*UfcPPAR6 -RXRa — rn-4#y 
Kffitt***-* C t fee 

«&#|3 (PPARo-RXRa ^ o r*flc U KflHt) 
##0!l2a-C%ltLfc h5^7*^*>3 1 8~2 4B#IH&tf>CO S- 
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1HBJ&&0IRU 0. l%OBSA (nm^) (fgft) ^trDMEM^i 
. [7^7f^/P^-tt (Life Technologies, Inc.) SL *@] tC^Sim, 9 6 
•?a:/W*!7^ hTV— h (a— KM) <D&V*./\>^1 X 1 0 4 cells 

f@tf>»& 8 o /i i ^mmvtzo «wr, K&m* 2 0 m 1 w$nu 3 6-4 

8l$|Hk 3 7 tt'W^^ Lfc„ 9 6 fr***!^ h7° 

h «t t) Jg«l&Ki*8L HBSS (HANKS' BALANCED SALT SOLUTION) (BIO WHITTAKER 

tt)-e2ffif#3Rtfctry*^-^LT7. 5 £4 0 m 1 SSbDU 

1 4 20 ARVO^W^^^- (Multilabel Counter) (77 

S/^ (Wallac) It) ^fflV^T, /^7x7-^MKLfc„ 

1 0 nM£mAD Lfc x;W/U->7i7-t'«tti 9 > fUg**:**!] L 

/to firHtr [*3] 



1 




1 0. 


2 


2 


(1) 


1 0. 


9 


5 


(5) 


1 0. 


1 


6 




9. 


3 


6 


(1) 


8. 


9 


6 


(2) 


9. 


2 



mm (GPR4ot«i-5s*fl«tiwHs^ffl (T=fn^h^ffl) ) 
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t r-GPR4 0£!§^£-£/cCHOiiMfc (No. 10 4) ^3X1 0" ffi/ 

1 0 0 jtt L <D$M&ti*i£$.t\,i) X 0 Black walled 96- 
well plate (Costar) \Z1 Kbtc<9 100n L-fo#&^, C 

0 2 i&mmzx-immvtz. »*^->-?Ai4w»FL i pr (mo 

lecular Device) fcffl^TWfc Lfc. ^SsWHCfElBLfc. F 
1 u o-3 AM (DO J I N) 50/zg&21/*L DMSO (DOJ IN) 
K^j&U $ f.(Cfi©2 0%7';Pnyife (Mo lecular Probes) 
fc^S-g^ 1 0 5/x L<DWMskm%:WmLtzl 0. 6mL07yt^/<y 
77-[HBSS(Invi trogen) 1LC 1M HEPES(pH7. 
4) (DOJ I N) £2 OmL^JOU ^n^i/K (S i gma) 7 1 Omg 
£ 1 N NaOH 5mU£&#&$P>K:_hfEOHBS S/HEPES^S5m 
LSriB^^Lfc^l OmL^^JPLTOi-^o ] Id**., %%&»SttSrn 

«ut. amii&TV- homm&foz. \&.h\z%tft&mmm% 1 ftfc/c?) 1 o o M 
l -r o#a& x c o 2 #*sict i mrmm LM\z%yt&m v &*tt 0 

G P R 4 0 K*tt-5g£#8SigH«if#B 



rnnrn^ ec 50) ^m 



■5(8) 0.10 

5(10) 0.8 7 

5(11) 0.5 8 

6 (4) 0.18 
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6 (6) 0.16 
6 (7) 0. 29 



yVSl-y® 2. 0 
5 : " 

■\ 

!ZXT<D&mn a~l 2 a fcfBttOJte^iftmfett. (Maniatisk, 
10 — • ^ P— ColdSpring Harbor Laboratory, 1 9 8 9^) \Z.§dM 

Jtlla (fc hPPARSitfe^tf^o— n^;/) 

t b PPARSieW n-^Vi/fi, fflgc DNA(I#I6, QUICK-Clone 
15 cDNA)£0IS!£ U Schmidt.A. (Mo 1 . En d o c r i n o 1 , 6. p 

1 6 34-1641 (199 2)) LTV^PPAR d3tfiHF©*aHEW*r##tC 

PARD-U ; 5' -AAC GGT ACC TCA GCC ATG GAG CAG CCT CAG GAG G-3' : 1 ) 

PARD-L ; 5' -TAA GTC GAC CCG TTA GTA CAT GTC CTT GTA GAT C-3* (IE?lJ#-§- : 2 ) 

20 ^l^PCRfttiDffofc. 

P C RSJ&ttAmpliWax PCR Gem 100 (£iB3i) £fflV>fc* 5/ h • — h (Hot- 
Start) SrCfTofc. TJiMi: UT, 10 x LA PCR Buffer 2 n K 2. 5mM 
dNTP 3 m K 12. 5^M7 P 7^^-iM2. 5 m K KIIS* 1 0 *i 
1 £il£Lfco JbWftSte LTtt, HS^LTk Nfcll&cDNA (1 ng/ml) 

25 & 1 m 1 > 10 x LA PCR Buffer3 n \ s 2 . 5 mM dNTP f&W. UK TaKaRa LA 
Taq DNA polymerase 0 . 5 n K ScBI^StK 2 4. 5 ju 1 Lfc. 

W« LfcTJiSJKfc AmpliWax PCR Gem 100 (tiBS) £ 1 f®» U 7 O'C'C 5 

**-?5£ffl«yi«, ±iSjS^DtPCR«I!rllLfco 
WAofc^-T'Srf— * ?- (/<-.*yw.-tt, *ffl) Ktyf 
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Vtt&. 9 5TC-C2#HMlBlLfc. £t>(C, 9 5ttl5m 68tt2^ 
W'<9A'*A 5lHli^t)jSL^, 7 2^8#TO3Ufc 6 ^bftfcPCRg 
• ^7^n-^y;v (1%) m^SbU P P AR 5«fc^£-£tf 1 . 4kbtf> 

DKAmKZ7*frb®®.Ltc& y P T7Blue-T vector (S?gi£) KHfA-TS CI t \Z 
ilP^^^ KpTBT-hPPARS^ffiRLfc. 

t hRXRastg^^^n-=yi/«, cDNA Ofc#&, j85,&£ : 
QUICK-Clone cDNA) %&t%lb U Mangelsdorf, D. J. btm£ (Nature, 
3 45 (62 72) , p 2 2 4-2 2 9 (1 9 9 0)) LTV^R XR aftfc^O 

XRA-U : 5' -TTA GAA TTC GAC ATG GAC ACC AAA CAT TTC CTG-3* (|B?iJ#-§- : 3) 
XRA-L : 5'-CCC QC GAG CTA AGT CAT TTG GTG CGG CGC CTC-3' (!B?!l#-§- : 4) 

PCRgJ&fi, AmpliWaxPCRGemlOO (Sfiat) £fflV^c*y h h (Hot 
Start) ffi-CfTofc. £-f s 10 x LA PCR Buffer 2/il 2 . 5 mM dNTP&ffc 3 n U 
12.5/! M^7-f 2 . 5 M 1, aSm^S* 1 O /* 1 LTTJi«» 
£ Ut, £fc. Ltk hfSB cDNA (1 n g/m 1 ) £ 1 ju 1 % 10 X LA 

PCR Buffer 3 u K 2 . 5mM dNTP^fSE 1 n l x TaKaRa LA Taq DNA polymerase (S 
Sag) 0.5 «0&S*2 4. 5MlSrjR^bT±»^tUfco 

±I5LfcTilfi^{-AmpliWax PCR Gem 100 (SfBiit) ^lfH^JPt, 7 O^CC 
5 #1115, *«FT» 5 JJl««Sri0jt.PCROKl£«[«:llttLfc. SJ« 

9 5rT-2#ra«iSLfc 0 9 5tT?l 5^W, 6 8 < C'C25> 

ra^^>r ^ /w* 3 5 urn ?> as ufc^, 7 2 t-? 8 &isitm viz. 

'&Z>tltiPCRm®>ZTtfti-*V;l, (1%) tt&fcttU RXRaS£^£ 
£tfl . 4 k b ©DN A»f>f ^^yV^iblsIHX LfcflK pT7 Blue-T vector (SSit 
8!) KlfAU 7*7*$ KpTBT-hRXRa*#fc, 
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#%0i|3a (fc t*PPAR6\ RXR aft^Lm?? X * K^f^HD 

:/y * 5 KpMCMVneo© 5 . 6Kb KpnI-SallWf Ji" t ###J 1 a IB^W7°7 * 5 
KpTBT — hP PAR 8<Dh P P AR 5 JHS^-Sr^tf 1 . 3k b Kpnl-SallErtf 
*it*£U KpMCMVn e o-h P P AR 5 SrffcRUfc. 

###]4a (thPPARi, RXRa^/7^U'0^fi) 
y 7 * 5: KpMCMVneo© 5.6Kb EcoRI-Sall Wftf <b ##0J 2 a BMO^y 7> F 
pTBT-hRXRaChRXRalfef^tfl.4 k b EcoRI-XhoI#rJf £ig 
IBU ^U'pMCMVneo-hRXRa^Sl,fc, 

###| 5 a ( -^7 * 5 F©tf*D 
T^/VC o A^-^r^y— ifOPPARfS^tt^l^^y h (PPRE) £#tfD 

PPRE-U : 5" -pTCGACAGGGGACCAGGACAAAGGTCACGTTCGGGAG-3' (IB?iJ#-^ : 5 ) 
PPRE-L : 5' -pTCGACrcaXAACGTGACCrTTGTCaGGTCCCaG-3' (8E?'J#-§- : 6 ) 
£-f N PPRE-U, PPRE-L^-yy^lfci, 7*7^5K 
pBlueScript SKO Sail JflSlfclCjfcALfc. J? A»f)tO^Si2?>JS:^i-5r £ 
let 9, PPRE^4f@ : ?>'x^^i^tfc7 P 7X$ KpBSS-PPRE4£ 

HS V 5^ i?>'*c"f—&' ^— ^ A 'yn^—^ — (Thymidine kinase minimum 
promoter) (TK/n^-) fcflfc©* n— — ^fi, pRL-TK vector 
[:/cM# (Promega) *g] %W%Lb Luckow, BfcaHl£ (Nucl 

eic Acids Res. , 15 (13) , p 5490 (1 98 7) LTV N 
Sf-SSJi' (Thymidine kinase) m.tt0)7u*—9-m.<O#3EE. 

TK-U : 5' -CCCAGATCTCCCCAGCGTCTTGTCATTG-3' (E^J#-§- : 7) 
TK-L : S'-TCACCATGCTCAAGCrrTTAAGCGGGTC-S' (E?iJ#-§- : 8) 
*m V ^fc P C RSjIC «k t) *To tlo 
PCR£j£fi, AmpliWax PCR Gem 100 &m&M) SrfflV^*jy h * h 
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(Hot Start) &X-ftoti 0 *-f , 10 x LA PCR Buffer 2 nU 2. 5mM dNTPig 
mSnU 1 2. 5/*M^7>r-*— *tt#2. 5 /i L 8*18156®* 1 Om1£«£L-C 
TlflMRiUte. K®tUpRL-TK vector [7"np<# (Promega) 

tfcUL #S] Sri m1» 10 x LA PCR Buffer 3 2. 5mM dNTP$£$ 1 mU TaKaRa 
LA Taq DNA polymerase 0. 5 fxU WMM&*2 4. 5 nlZtiLGLX 

±l2L^T®SMtCAmpliWax PCR Gem 100 (®gi£&) £H@1&!J0L, 7 0*C 

^Aofc^a-/^t-^nr^ ^ 7- (/<— ^ai/i^— tt« v *g) {c 
-i?yhL*:&, 9 5 < Cl?2^«! ! 3iLfc 0 $e>|Jl s 9 5tT'15#KI, 6 8^ 

ftbtltzP CRm%ZTtfu-x7;U (1%) ttftftftU TK7*p^- 
Sr^tM 4 Ob^DNA^^r^^blsIltRtfc^, pT7 Blue-T vector (^gjf 
m) \z.ftAV1t 0 :«/7^? Kd^*JRS»*Bglll^NcoI-C§J^rr5r«!:^«k!? 
#fcTK7*D*- *-£'£tf»f>}-£:7'7*S K p G L 3 —Basic vector [7*a^ 
H (Promega) #ft £>BglII-NcoI»r)t bm&\,XZf7* 5 K p G L 3 — 

^tkixfc^X^ KpGL 3 — TK<ONheI— XholH?r^i"4. 9kb£:/5;*$ Kp 
BSS-PPRE4WNheI-XhoI»r>T-2 0 Obp^^^ t tC<t >? » !7*7*5 
KpGL3-4ERPP-TK?rf^!Lfc 1> ^<Z>^7^^ KpGL3-4ERP 
P-TK^BamHI (Mitfi) X®tirLlt&, T4DNAJKy^7- £ 
&S{C«fc»)5|d«3p?IWbL-CDNA»fJt*»^ pGFP-Cl Ofc#«) 

£Bsu3 6I (NEB) TSWrLfefc* T 4 DNAjK V / y— t? (^Si&K) ®M 
izXVm&W-MtU 1.6kb©DNA»fmfc, WDNAWtffcigilM-*w 
£K«fc!)s ^^-^-^7^^ KpGL 3-4 ERPP-TK neofcHHSLfc. 

IsX—t—Zfy** KpGL 3-4 ERPP-TK neoOPPARJfc 
gte^l^^h (PPRE) <Dfa£*&fa%\Zl,1tV-#-*-7'y*% Y*Vm 
LtZo Tftt>%, 7y*$ KpGLS-TK^Kpnl-Nheljer^^kbirT*^^^ K 
pBSS-PPRE4OKpnI-XbaI»r^200bpS:Jgi^i-S w t K X <0 7°y * % K 
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pGL3-PPRE4-TK*f^K Lfc * 5 KpGL3-PPRE4-TK£BamHI (M3S) T'W Lit 

P GFP-Cl(m»)*Bsu36I (NEB) T'WLfc^, T4 DNA # •) / 7 — fe? (£M5£) 
9 5fc«S¥?IMfcU l. 6kbWDNA^^#fc. P^$rJi^1-5 r £ K«fc 0 
^-^-7"7^5 KpGL3-PPRE4-TK neo£1?£^Lfc 0 

#3f0i|6a (fc hPPARyil^^P-^y^) 

fc h P P AR y it^tf);? n--^^ feftc DNA (MPEffiM. : 
QUICK-Clone cDNA) *&Mt U Greene £> (Gene Expr.,4(4 

-5), p 28 1-2 9 9 (1 9 9 5)) L*C V N <5 P P A R y Mte^F<D$£3s§&&l 

PAG-U : 5'-GTG GGT ACC GAA ATG ACC ATG GTT GAC ACA GAG-3' (SE^J#-§" : 9) 
PAG-L : 5'-GGG GTC GAC CAG GAC TCT CTG CTA GTA CAA GTC-3' (BE?lJ#-§- : 1 0) 

*m v Nfc p c r m\c i. o n o tc 0 

PCRRfoft. AmpliWax PCR Gem 100 (Sjfafitt) SrJB^fcfcy h • h 
(Hot Start) ffi-Cfrofc. £f\ 10 X LA PCR Buffer 2 pU 2. 5mM dNTP 
t&mZltU 1 2. 5 ft M7'7^-7-»2. 5 nU VmMmfcl 0 pl&tifel, 
XTmimkLtz 0 *.tz,mMtLXK h>bB cDNA(l n g/ml)SrUU 
10 X LA PCR Buffer 3 m K 2 . 5 mM dNTP^M UK TaKaRa LA Taq DNA polymerase 

o.5^k mmm%*2 a. 5 M i«r»^LT±Ji»«i tfc 0 

±EtfcTJijBiRtCAmpliWax PCR Gem 100 (£f@a£S!) ^lj@ttU 7 0*0 

-csawk *«f-c5#iHMfta8L ±«ii«*liox.pCR©RjS«t*9H8Ufe. s 

tyUft*, 9 5tT'2«ILfc, Skfc, 9 5tT'15M 6 8^^ 
2 ftlRtDlH 3 5 lEl&O 5S Lfc&, 7 2*CT* 8 #P^S Lfc. 

#bftfcPCR^£T#n-xy^ (1%) «&&SlU PPARyJt^ 
Sr^tf 1. 4kb©DNA»r^S:y^»e»lHl*lLfc^ pT7 Blue-T vector (SfiJg 
j») ClfAL, ^U'pTBT-hPPARv^t, 
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#^7a (fchPPARy, RXRa%mm77X%h'<Dtm) 

•77*% KpVgRXR i-fy\f hP^y (Invitrogen) ttSL #®] <D7. 
8 k b FspI-NotI»f)i- 1 2 a -?# k*Wc::7*7 * 5 KpTBT— hRXR 

atf>RXRa££^£^tfO. 9 k b FspI-NotlKf^^i^U /7^^KpV 
g RXR2&fE&Ut ) p VgRXR2£BstXre#J#rLfc^ T4DNA 

^ irlCt 6. 5 k btf>DNAJ0rJTr&#fc o 

6 a Tmbtltz??* 5 KpTBT-hPPARy£SairC*$J#T 
Lfc&. T 4 DNA#!) (£igj£$!0 ^cJ;i?*«S¥^btfco ov> 

•C,KpnIT^0»H-5^^lc:il9, 1. 4kb©t h P P AR y it^^trDN A 

MDNAftfJf£&*H-5C<fc{::«fc?K 7*7*5 KpVgRXR2-hPPAR 

&*m8a (thPPARy, RXRa385LE7°7*S Kfc J: -7*7 

1 0%^^illfil?ilf ft (Life Technologies, Inc.) $L 

£r£tf/vkF 1 2^tfe [7^7x^7 OS?— tt (Life Technologies, Inc.) 
£L *&] *fflV^150cm J ^71^^-77^3 [=» — 
(Corning Costar Corporation) & *S] ^£W£*fcCHO-K IjNBJS&O. 
5 g/L MTV^-O. 2 g/L ED T A (if- V>i>7 $ ^W&ffl I?* 
77?;d i*-*fc (Life Technologies, Inc. ) £ % #S] &3ltC J: t)*H^ Lfc&, 
ifffl J& £ P B S (Phosphate-buffered saline) [7^77^;d ft (Life 
Technologies, Inc.) j&> Ti£#LT^#|rf (lOOOrpm, 5#) U 

PBS-C®8SLfc„ i^Ks Nt7*; Ktfc (Bio-Rad 

Laboratories) #31] fciBt^T. TfS<Z>&#tC&oT, D N A $r jjfll&Kl^lA 
Lfc„ 

-*-#fc>*>. 0.4cm=Jrt5'7 , (D^^hl: i 8 X 1 0 9 fflUS £ 7 a 
-e#f>^^7^$ Kp VgRXR2-h PPARy 1 0 m g £#%0>J 5 a "C 
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'ftbtltc^tf—?—??*^ KpGL3-4ERPP-TK neo 1 0 n g *m 
x., W£0. 2 5 k V % %-Y/<i/fi % SX9 6 0 n FTTxl/^ hn^U—Va 
fc„ SNM&&1 0%^>JfeJfcJ^&"£tf^AF 1 2J&««3fcU 2 4B#P B 1 

Di^-tt (Life Technologies, Inc.) & *B] 5:5 0 0 m g/m 1 ti£*y> 
Wyj?hBj?xy (Invitrogen) tfcik #S] * 2 5 0 m g/m 1 «fc 5 

\m^tcl 0%«^>JMEAfcfc*tf'v*F 1 2«tt!n*»»U 1 0 4 ttia/m 1 
£&$£5l£#$?LT9 6?^K7V-h [=»*- =^ =» — tfc (Corning 
Costar Corporation) 8L #H] Cittt, 3 7t©»^^a^ 
-+-C**i-<5 w fc «fc 13 4 if ^^Wtt^JHEtfcttfcfcfc. 

(Corning Costar Corporation) ®L -CigfcLfcfc, IOmMSKW 

y ifamstti^snsac, ppar v : rx 

Ra : 4ERPP/CHO-Kl*fflJ&£jtlRL7 v c:o 

###j9a (khPPARi, RXRaflllffl^X* Kfcit|!Uj}?-^-^7 
7*K©COS-l m^<DUX) 

COS-l^$rl 5 0 cm 2 t/Vil/^t-^T^ata-s^/aUJi) 
K15X10 6 cells/50mH¥«U 3 7^ 5%C0 2 &f+T 2 4 IfflWt Lfc„ 
h7^7ai^^3 J/filJ #7i^ hT5 > (>fyt'hoi?iy (Invitrogen) 
tfctIL #H> fc/B^Tfrofc, h7^7i^i/3^ilt 125m l©y 
jJ?7ai^hT$^ % 1 0 0 » 1 (DPLUS Reagent, 2. 5|igWpMCMVneo- 
hPPARS (##0j|3 aX'%tzh<D) s 2. 5/igOpMCMVneo-hRX 
Ra (#%«4aTf^fct«)) , 5n g©U#-^-7*7^0'pGL3-4E 
R P P - T K neo (#%#J 5 a TWc t ©) , 5 n g OpRL-tk [7 d p< # (Promega) 
tfcSk *H] Sr 5 m 1 ©opti-MEM WyfhD^xy (Invitrogen) *±$L *@) 
LTf^Sll 1 1t B opti-MErCifefr Lit C O S- 1 »K_hl2 h 9 ? * * > 
a Vii^ir 2 0ml ©opti-HEMSrS&anU 3 7t. 5%CO z #H$T, 3 8^ 

««Lfc. *v*-e % o. \%wmtt*? 9 sfoxr7fr-f^s (bsa) (fo3t*e 
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M) ^tt^msmm tt&— tfc (Life Technologies, Inc.) fH % # 

B] &2 5mH6J)0U 37^C N 5%C0 2 &#Tl 8~2 4RflW#*L;fc. 

#i%0UOa (khPPARai|fiWn-=y^) 

t hPPARaJt^O^o-^V^fi, fF!»cDNAOlC#^,QUICK-Clone 
cDNA) £ L, Sher, T. (Biochemistry, 32, p55 

9 8-5604 (1993)) LTV^ P P AR a»^^SEJlJ^#%IC^$i{ 
Lfc 7*7^-7— fey h 

PAA-U : 5' -AAA GGA TCC CGC GAT GGT GGA CAC AGA AAG CCC-3' (IE?iJ#-i§- : 1 
1) 

PAA-L : 5' -CCC GTC GAC TCA GTA CAT GTC CCT GTA GAT CTC-3' (BE^J#^- : 1 
2) 

£JfJ^fcPCRjfefcJ:9fTofc 0 
P CR Btifctt AmpliWax PCR Gem 100 (^git) *%^1t #y h ♦ — Y 
(Hot Start) fe-CtTofc 0 TliS&t LT X 10 x native pfu Buff er 2 ji l x 2. 
5mM dNTP^fK3iu 1, 12. 5 /xM ^WTHWfcS^. 5^Kill9 
7k 1 0/z 1 *®&LtL 0 ±MlBMkVX\Z. mMkVXK hfff«cDNA (In 
g /m 1 ) £ 1 n 1 , 10 x native pfu Buffer 3^1, 2 . 5 mM dNTP &fflL 1 
M K native pfu DNA polymerase (STRATAGENEtt, #S) 0. 5 jt K 
7k 2 4 . 5 m 1 Lfc. mU bfcT«jSM{-AmpliWax PCR Gem 100 (£ffij£) 

SrHManu 7o t c-c5^ra, *+-c5^m*o«*, ±s«^pxlpcrw 
/w-^-tt) fc-ty hbfc^, 9 5t:-e2^-w«!.at^ 0 95^15^ 

Wh 6 8 < Ct» 2 #B80iM ? /K: 4 5 0I& 9 5S 7 2 8 ftlMG&l Lfc. 

fcbftfcPCRj^&Ttfn-;*^ (1%) «^fc»U PPARait£-?£ 
-£tf 1.4k b <DDN AVftKZfjVt^&l®. pT7Blue Blunt vector(^S 

i£) r t K«fc D 7*7* U'pTBB-hPPARa £f£&L*: 0 

#%fl|l 1 a (fc hPPARaJBgfflT^S KOfER) 
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7*9 * % KpMCMVneofO 5 . 6Kb Kpnl-Sallfcrtf t ###J 10a !E«<£> 7° 7 * 
^ KpTBB-h PPARo©t h P P AR o3tfi^*^tf 1 • 4 k b KpnI-Sall 
WJir&aSfcU /7^5 KpMCMVn e o-hPPARa^Hlfc. 

###J12a (thPPARa, R XR a$§3UB7°7* % K*5 £tfl^-*-7° 

COS-imtrl 5 0 cm 2 W/Vf+-77^3(3-=V^ttl!!,*i) 
IC5 X 1 0 6 cells/50m lflU 3 7^C, 5%C0 2 &#T2 4&ffflig^L1t 0 
h=7>^y^^i^3^itV^y^hT^y (4y¥hW*> (Invitrogen) 

/K7ai^hT5:^ 1 0 0 u 1 OPLUS Reagent. 2. 5(i gOpMCMVne o- 
hPPARa (#%#|1 1 aTWctj^) s 2. 5^ gWpMCMVn e o-hR 
XRo(##^j4 a-C#fct>^»,5M KpGL3-PPRE4 
-TK neo (###J5 afifci®) , 5 /i g <DpRL-tk Izfnttf (Promega) tfc 
& tKS] £5mltf>opti-MEM Wyt'hn^y (Invitrogen) HJSk 

ITffi Lfc 0 opti-MEMT*ft# Lfc C O S- 1 »UBK:±fB h 7 7 ~ {7 > 
a >m&mt 2 0 ml <Oopti-m*ffitoU 3 7t> 5%C0 2 ^#T> 3B#ffl 

it#Lfco isfc^-e, o. i%niJte^^!7'>'jfiLflir/V'7*$> (bsa) 

H) £"afrDMEMig& [7^7f^yni?-tt (Life Technologies, Inc.) Sk * 
S] & 2 5 m 1 SSJDU ■ 3 5%C0 2 1 8 ~ 2 4 B#TO« Lfc e 

I 5 — 2 0 0 (200M Hz) *a !)-3 0 0 (300MHz) "CS!!^ t, ± 8 
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mum. ##«*©#R#tt&©««c**rt-. s : v^w? k d : 

^^VyK t : hV ZfVy K q : fT/V^ry K br:«£V\ dd : *V/WV 
I/yh, dt : ^/Why K td : h y TVu?':/^ * K dq : Z/V 

X y K tt : h y :7> h y yi/j/ K ddd : ^/i/^/u^Uy K m : T/Vf- 
!7*U;y K Hz : *n/H5\ CDClj : fi^ n p*/W^ DMSO-d, : fiv 5 ^ ^/V^yV^df 
Ks CD 3 OD : 9 J ~/K % : M% 0 

1-7/M-P-4- (2-=ha-l-/n^=/W) 



K (17. Og) t Ml (11. 5g) % 



0tt*fcLT, (18. 4g) «r»Aibr#*i. 

St^59-61 < C; 'H-NMR (CDC1,) 5 2.45 (3H, s), 7.16 (2H, d), 7.44 (2H, dd), 
8.06 (1H, s). 



4- (4-7/^07i=^) -2, 5-^f;l/-3-7D^f/i/ 



k^Jk ^COOM« 
Me^O^Me 

1 -7/l^cr-4- (2-=ha-l-7 , n^=/l/) -0"tf ^ (2. 4 9 g) 
<T>*9J-fr (2 0ml) mSL\^'^-)) (1. 3 6ml) tT-thm&t^ 
•/u (l. 6 0g) SrM-CiP^*o**-ttaE»Lfc. Rj£#*»BET»«Lfc 




T^^-^Sfe^ (3. 70g) , ftgl^hy^A (4. 50g) *5iO?=hn^ 
*V (4 1'. 2g) OOTC-ei. 5«*IB8H*Lfc. »6WE*7K-C# 



#3f0«2 
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fc, * (1 Oml) (3ml) &Mz.X. M"C1 B#MJ«#Lfc. 

R^m^mk^^X' 2 nittai u M^tz^mm &mm-? *s * j» x&m Lit 

4-\z.xmUL (IW^f-A' : ^f-^= 1 : 9) % I6«J#J (1. 5 9g) £@ 

^34-35*0; 'H-NMR (CDC1 3 ) 6 2.18 (3H, s), 2.56 (3H, s), 3.66 (3H, s), 
7.05 (2H, t), 7.21 (2H, dd). 

#Mf0j2 (1) ~###J2 (3) 
#%«2 (l) 

2-^n^3fV/W-4- (4-7;Vtn7i=/i') -5->f/V-3-7oK 



^71-72^; 'H-NMR (CDC1 3 ) 6 1.09 (3H, t), 1.24-1.93 (10H, m), 2.17 (3H, 
s), 3.78 (1H, tt), 4.10 (2H, q), 7.04 (2H, t), 7.21 (2H, dd). 

*#0!l2 (2) 

4- {A-y/V*u7*=./V) -2-<< y/n f/V-5-^f;l'-3-7n^i 





Me 
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j54j&27-28 < C; 'H-NMR (CDC1 3 ) 5 1.09 (3H, t), 1.30 (6H, d), 2.18 (3H, s), 
3.65-3.79 (1H. m). 4.11 (2H, q), 7.04 (2H, t), 7.21 (2H, dd). 

#%#J2 (3) 



ftt£78-79 , C; 'H-NMR (CDC1 3 ) 5 1.02 (3H, t), 2.30 (3H, s), 4.10 (2H, q), 
7.09 (2H, t), 7.19-7.48 (5H, m), 7.82 (2H, dd). 

##0*13 

5- (4-7^a7i=;l/) -2-^^-3-70^^ 
.COO Me 



1. [5. 4. 0] - 7 -t^T-ty (44. 5 g) <OY;V 

(10 0ml) Wma. XlftT. T±h&m*3 L A> (33. 9 g) <0 Y/Vsl 
is ( 5 0 m 1 ) }$i££*#T-e?ST Lfc 0 * 1 0 #IWI*# Lfc&, 

;jl|;2-^np-4' -7/l/*n7t h7i>y (5 0. 4g)C h/V^^ (l 
0 0ml) J&«fc*fcT-C*T U $ h icM-e 2 Lfc. £ Cfcfcfg: £ 

'uy^zmt^*-*-*-*^ (i:D -e^ufco m*fc^^«jc«i«it 

/l^V^/V*^. lTk^Hfel (5. 5 5g) SrADxT. 10 0tf2^Wl 
j^fc^^-Atf^feaffcL-C. Bl$4& (3 7. 6g) «r»fiiU»fc. 
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R&96-97t:; 'H-NMR (CDC1 3 ) 6 2.64 (3H, s), 3.85 (3H, s), 6.81 (1H, ,s), 



7.08 (2H, t), 7.60 (2H, dd). 
#%0J3 (1) ~#%#J3 (9) 

###|3 (1) 

2-^/^-5- [4- (h!J7/Vtn^f^) -3-7n^f^ 
COOMe 



^91-92^; 'H-NMR (CDC1 3 ) 5 2.67 (3H, s), 3.87 (3H, s), 7.00 (1H, s), 
7.63 (2H, d), 7.73 (2H, d). 

###J3 (2) 

2-^^/V- 5 - [4- (MJ^l^o^/W) 7=.~)V\ -3-7P|S>f;l' 
COOMe 



iUL&81-82'C; 'H-NMR (CDC1 3 ) 8 1.33 (3H, t), 3.09 (2H, q), 3.86 (3H, s), 
6.99 (1H, s), 7.62 (2H, d), 7.72 (2H, d). 

#%0iJ3 (3) 

2-^T y^n tVU-5- [4- (h'J7yl/tD>f/V) 7i=^] -3-7n| 
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It&61-62 < C; 1 H— NMR (CDCl,) 8 1.35 (6H, d), 3.77-3.87 (1H, m), 3.85 (3H, 
s), 6.98 (1H, s), 7.62 (2H, d), 7.72 (2H, d). 

&*M3 (4) 

2-^/1^-5- [4- (h!)y;l'*u*<7-/U) 7zl=.jV\ -Z-yu&}?-;l> 
COOMe 



tiktim-mr:; 'H-NMR (CDCl,) 8 0.98 (3H, t), 1.38-1.50 (2H, m), 1.71-1.82 
(2H, m), 3.11 (2H, t), 7.04 (1H, s), 7.64 (2H, d), 7.74 (2H, d). 

#%#J3 (5) 

2-/^^-5- [4- (h!> 7/M-D;t h*V) 7i=;i/] -3-7n^f 
/V 



Bt£66-67t; 'H-NMR (CDCl,) 8 2.65 (3H, s), 3.85 (3H, s), 6.87 (1H, s), 
7.23 (2H, d), 7.64 (2H, d). 

###13 (6) 

COOMe 



UM67-68X:; 'H-NMR (CDCl,) 5 2. 65 (3H, s), 3.85 (6H, s), 6.83 (1H, ddd), 
6.88 (1H, s), 7.16-7.34 (3H, a). 





OOMe 




#%0*3 (7) 
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F 3 C CH 3 

14^74-75*0 ; 1 H-NMR (CDC1,) 6 2.67 (3H, s), 3.86 (3H, s), 6.97 (1H, s), 
7.49-7.51 (2H, m), 7.77-7.80 (1H, m), 7.87 (1H, s). 



##0>J3 (8) 



MeO 



CH 3 

i; 'H-NMR (CDC1 3 ) 6 1.32 (3H, t), 3.07 (2H, q), 3.85 (3H, s), 3.85 
(3H, s), 6.82 (1H, ddd), 6.86 (1H, s), 7.16-7.32 (3H, m). 



##0113 (9) 

5- (4-^nD7i-;H -2-^^- 3-7nS?^^ 
COOMe 




j|l£l05-106 < C; 'H-NMR (CDC1,) 5 2.64 (3H, s), 3.85 (3H, s), 6.87 (1H, s), 
7.35 <2H, d), 7.56 (2H, d). 



5 - y'i^/W- 2 - (h!) 7/M"P^?Vl') -3-7Dgif/P 
COOB 



6 0%**fc*h!J *A0»ft/<7^y»»» (5. 51g) Ol, 
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^h^>x^^ (10 0ml) 4, 4- h;V7^tn7t bgHtc 

f/K2 3. lg) ©1, 2— ^ h*^*^ (5 Oml) *&tt*SHlT?«T 
Lfc. KJe»*-tOS*0. 5BMMfi$Lfc*, £*ifc2-:/n*7Hr h7x; 
V (24. 9g) SrMt?*TU, 3P>fc8 0lC-C-ft«#Lfc. 

&#\ g^^^/p-e 2 mttaj bfc 0 &&fc*r8ss *ft*fiOH' ^ > * a 

*«*«E«5feL-C, ttttfcfcfcfc. #?>ttfctttt*«r M'*^ '(2 0 0ml) 
fc8f#U 4-h/^^/^^ife* (4. 7 7g) SrJP*., Dean 

-Stark Yyy -7%^V1tRfc®mz& 9 $tJc&#T-? 8 B$NKffftS3fE Lfc 0 

y:l»*f^=15 : 1) , A^felMMbUC, Btt* (10. 7 

g) «r*S*fcL-C#fc. 

i»^44-45'C; 'H-NMR (CDC1,) 5 1.39 (3H, t), 4.38 (2H, q), 7.05 (1H, s), 
7.38-7.49 (3H, m), 7.68-7.74 (2H, m). 

##0<J5 

5- (4-7/VtD7i-/V) -2-^^-3-70^ 
^COOH 



5- (4-7;^D7ii/l/) -2-p<^/l/-3-7Di|^^ (1 5. 36 



ml) teiVfh7kKo77> (5 0ml) 0«a*$r£HT^-lfeHt#Lfc. 
3. 4g) **S*fcfC#fc. 

8*^217-218^; 'H-NMR (CDCl, -DMSO-dj ) 5 2.65 (3H, s), 6.83 (1H, s), 7.07 




g) , *.fflt-rh!) <7J* (5. 25g) „ (100ml) , 7k (50 
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#%0iJ5 (1) ~##M5 (6) 
##0»J3 (1) ~#%0>J3 (5) , #%^j4-C-#fc3-7 7^^*>^^ 

mM5 (1) 

2-/^-5- [4- (h y 7i=/l'] -3-7p| 

COOH 



iSi^l99-200t:; 'H-NMR (CDC1 3 ) 5 2.67 (3H, s), 7.02 (1H, s), 7. 61 (2H, d), 
7.72 (2H, d). 

#%0>J5 (2) 

COOH 



gt^l86-187t:; 1 H-NMR (CDC1 3 ) 5 1.36 (3H, t), 3.14 (2H, q), 7.05 (1H, s), 
7.65 (2H, d), 7.75 (2H, d). 

#%#J5 (3) 

2->ry7'PtVU-5- [4- (Ml7/M-np<?Vl') 7i^] -3-7PSS 
COOH 



St^l87-188t:; 'H-NMR (CDC1,) 5 1.38 (6H, d), 3.80-3.94 (1H, m), 7.04 (1H, 
s), 7.65 (2H, d), 7.75 (2H, d). 
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mms (4) 

2-y^/U-5- [4- (hy7;^nyf/>) 7^/1/) -3-7ni 
COOH 



81^172-174^; 'H-NMR (CDC1,) 5 0.98 (3H, t), 1.38-1.50 (2H, m), 1.71-1.82 
(2H, m), 3.11 (2H, t), 7.04 (1H, s), 7.64 (2H, d), 7.74 (2H, d). 

&%M5 (5) 

2-/^-5- [4- (h y y^Hrxi} y**s) 7x=^] -3-7^ 

COOH 



18L6l45-146 , C; 'H-NMR (CDClj ) 5 2.70 (3H, s), 6.93 (1H, s), 7.24 (2H, d), 
7.67 (2H, d). 

&*W5 (6) 



8^171-173^; 'H-NMR (CDC1,) 6 7.09 (1H, s), 7.37-7.48 (3H, m), 7.72 (2H, 
d). 

###16 

[5- (4-7^tn7x=;l/) - 2 5vV~ 3 -7 V A-] 






.COOH 
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F 




OH 



Tk^by^^AT/l^^-^A (3. 67g) Wfl>7tKn77y (200m 
1) tJc&T, 5- (4 -7;Vtn7x^V) -2-^f^-3-7n 

ft*?-* (15. 1 g) ©7b7tKn77y (5 0ml) &i££?&TU Ot) 
V 1 *MJK# Lfc. KJfc&^Tkft LT % tK (3. 5ml), 15 %*IMk^ h !> 
(3. 5ml),* (8ml) SrJWftWTUT, ffl*J©**{b ^ ^ !7 

ftfctt£j^*~*ir:'J:9INMfcLT, Idft'di. 9 g ) «r»ft£LT» 

114^80-82*0; 'H-NMR (CDC1 3 ) 6 1.61 (1H, br s), 2.35 (3H, s), 4.50 (2H, 
s), 6.56 (1H, s), 7.05 (2H, t), 7.58 (2H, dd). 

##0ij6 (1) ~#%fl|6 (1 4) 

#%#j2, (D ~#%^J2 o) , ##^j3 en ~#%^j3 o) , 

##0»J6 (1) 

[4- (4-7^P7^-/W) -2, 5-^^77^-3-^^] 



^77^y« 'H-NMR (CDClj) 8 2.26 (3H, s), 2.33 (3H, s), 4.41 (2H, 
s), 7.10 (2H, t), 7.36 (2H, dd). 
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##096 (2) 
4^1 *9 J—fr 



«t^72-73'C; 'H-NMR (CDC1 3 ) 5 1.31 (6H, d), 2.27 (3H, s), 3.02-3.23 (1H, 
m), 4.41 (2H, s), 7.09 (2H, t), 7.36 (2H, dd). 

##016 (3) 

[2-v^P^:*-vyU-4- (4-7/l'tB7z=^) -5-^^Z7y>-3 



RM=U37-138t;; 'H-NMR (CDC1,) 5 1.22-1.94 (10H, m), 2.26 (3H, s), 2.75 
(1H, tt), 4.41 (2H, s), 7.09 (2H, t), 7.36 (2H, dd). 

##0<|6 (4) 

[4- (4-7;l/^-D7xx;V) - 5-^^-2-7x^77>-3-^^] 



M 0 111 

iK^:i53-154 , C; 'H-NMR (CDC1 3 ) 5 2.37 (3H, s). 4.57 (2H, s), 7.14 (2H, t), 
7.29-7.49 (5H, m), 7.76 (2H, d). 




F 





&nme (5) 
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{ 2-^fvU- 5 - [4- (MJ7/^n^f/U) 71=^] -3-7U/W ^ 
-OH 



F 3 C 




O^CHa 



16^90-91^; 'H-NMR (CDC1,) 5 2.37 (3H, s), 4.52 (2H, s). 6.74 (1H, s), 
7.59 (2H, d), 7.68 (2H, d). 



###J6 (6) 

{ 2 -^=f-)V- 5 - [4- (hy7/Wtn^f/V) -3-7!i/W 




CH2CH3 

F3C 

St^52-53^I 'H-NMR (CDC1 3 ) 5 1.30 (3H, t), 1.41 (1H, br s), 2.74 (2H, 
q), 4.53 (2H, s), 6.75 (1H, s), 7.59 (2H, d), 7. 70 (2H, d). 



IMH06 (7) 

{2— [4- (MJ -7)Vjru**f-;V) 7 -3-7]} 
OH 




F 3 C' 

StftlOO-lOlt; 1 H-NMR (CDC1 3 ) 5 1.33 (6H, d), 1.39 (1H, br s), 3.10-3.19 
(1H, m), 4.54 (2H, s), 6.74 (1H, s), 7.59 (2H, d), 7.69 (2H, d). 



###J6 (8) 

{2-7*^/1—5- [4- (h])7^7t^/T^) 7i=^] -3-7!)fr] * 
9 J—fr 
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ifib£74-75 < C; 'H-NMR (CDC1,) 8 0.95 (3H, t), 1.33-1.45 (3H, m), 1.63-1.73 
(2H, m), 2.71 (2H, t), 4.52 (2H, s), 6.76 (1H, s), 7.59 (2H, d), 7.69 (2H, 
d). 



( 9 ) 

{2-^3VV-5- [4- (h!J7/Vtn>h^) 7i=^] -3-7U/V} 



10 11^53-55^; 'H-NMR (CDC1,) 5 1.41 (1H, br t), 2.37 (3H, s), 4.52 (2H, 
d), 6.64 (1H, s), 7.20 (2H, d). 7.63 (2H, d). 

#Mf0«6 (10) 



^57-58^; 'H-NMR (CDC1,) 5 1.71 (1H, t), 4.73 (2H, d), 6.82 (1H, s), 
7.32-7.44 (3H, m), 7.69 (2H, d). 

##0>J 6(11) 




OH 



15 




20 



[5- (3-^ h*~>7*-/l-) -2-^f/V-3-7!//l/] /W 
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HWS61-62TC; 'H-NMR (CDC1 3 ) 5 1.43 (1H, t), 2.37 (3H, s), 3.85 (3H, s), 
4.51 (2H, d), 6.64 (1H, s), 6.79 (1H, ddd), 7.15-7.32 (3H, m). 

###|6 (12) 

{2-^^-5- [3- (M)7/U^P^f/V) 7i=7V] * 

9 /—A? 



^39-41*0; 'H-NMR (CDC1 3 ) 5 1.43 (1H, t), 2.38 (3H, s), 4.53 (2H, d), 
6.73 (1H, s), 7.46 (2H, d), 7.77 (1H, t), 7.86 (1H, s). 

#%#|6 (13) 



11^66-67^; 'H-NMR (CDC1 3 ) 8 1.29 (3H, t), 1.38 (1H, t), 2.73 (2H, q), 

3.85 (3H, s), 4.52 (2H, d), 6.63 (1H, s), 6.79 (1H, ddd) , 7. 17-7. 32 (3H, 
m). 

#%0J6 (14) 

[5- (4-;dp7i=/1') r2->f/l'-3-7!;/V] t?/-/^ 



Ml29-130 l C ; 'H-NMR (CDC1 3 ) 5 2.35 (3H, s), 4.50 (2H, s), 6.62 (1H, 
s), 7.31 (2H, d), 7.53 (2H, d). 




[2-3i^-5- (3-^ h^^x^/u) -3-7U;v] A?;— ;v 
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2 -x.?-/l>- 5 - [4- (M7/Wtn^f^) 7x=;i/] - 3 -y/VTfVrM 
K 



5- [4- (MJ7;Vtn^f/V) 7^-/1/] 
*9S—As (4. 7 7g) *5«fct/fiH*-g?fb-7^> (2 5g) fc^M^ (5 
Oml) *5<fctJ^3vU:n~ T)V (10ml) *T?£i&lCT-|lfe}«# hit. 

i^/V=6 : 1) % B6t^ (3. 2 1g) *m#tLX'&1t 0 ^*^£VWf& 

BL^-get; 'h-nmr (cdci,) 5 1.42 oh, t), 3.07 m, q), 7.03 (ih, s), 

7.65 (2H, d), 7.75 (2H, d), 9.98 (1H, s). 

#%4«7 (1) ~gM*0i|7 (3) 
#%fl|6 (5) , &%M6 (8) , ##^|6-C#fc3-7y/M^/-/WBI» 

0#^7 (1) 

2-^^-5- [4- (h^/Wtn^?/!') 7x=/l/] -Z-y/VTJX^ft. 



U&lOSrlOVC; 'H-NMR (CDC1 3 ) 5 2.69 (3H, s), 7.02 (1H, s), 7.63 (2H, d), 
7.74 (2H, d), 9.96 (1H, s). 
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&n»6M (2) 

2 -7*^/1— 5 - [4- (M;7/Vtn^f/V) 7i=/V] 
K 




CH3 

1 H-NMR (CDC1 3 ) 5 a. 98 (3H, t), 1.38-1.51 (2H, m), 1.75-1.85 (2H, 
m), 3.04 (2H, t), 7.03 (1H, s), 7.65 (2H, d), 7.75 (2H, d), 9.97 (1H, s). 

#%017 (3) 

5- (4-7/i'to7x=/i/) -2-^f;i'-3-7;V7/i'rtK 




M60-61'C; 'H-NMR (CDC1 3 ) 6 2.66 (3H, s), 6.84 (1H, s), 7.09 (2H, t), 
7.62 (2H, dd), 9.96 (1H, s). 

(2E) -3 - { 2 -rn^fvV- 5 - [4- (HP 7/^0^^) 7 =,l~)V\ - 
3-7D/W y yV^ai^/U 




i;if/i/*^*;R8x^ (3. 0 2g) (Dhy^^ (3 0ml) 

*#t, 6 o%*^k-f b v ^AfD^m^yy^^mmm (o. 5 4 g ) zmtl, 

££>fCO. 5l$IH!JJ|#L;fc. CtUd 2-^^-5- [4- (h!J7/Vto^f 
yu) 7s=;V] -3-7;U7/>7t K (3. 0 1 g) <Dh/^y (3 0ml) j§ 

m&toz.. mm.v-m.mnLit 0 s^^*fcar> ^^x-tvv-? 20*13 
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SS^=15 : 1^9 : 1) % Eft® (3. 4 8 g) *®&t 

'H-NMR (CDC1 3 ) 5 1.33 (3H, t), 1.34 (3H, t), 2.85 (2H, q), 
4.26 (2H, q), 6.14 (1H, d), 6.85 (1H, s), 7.57 (1H, d), 7.62 (2H, d), 7.73 
(2H, d). 



###18 (1) % #M|0i|8 (2) 
&%M7 (1) , (2) X'&tz 3-7/V7;Urk m&frct 0 , 

&*W8 (1) 

(2E) -3- {2-^^-5- [4- (MJ7/^n^f/>) 7x=;l/] - 

:oob 




F3C' 

at^78-79*C; 'H-NMR (CDC1 3 ) 5 1.33 (3H. t), 2.48 (3H, s), 4.26 (2H, q), 
6.14 (1H, d), 6.84 (1H, s), 7.55 (1H, d), 7.62 (2H, d), 7.73 (2H, d). . 

(2) 

(2E) -3 - {2-^W-5- [4- (MJ y ^=-;V] - 

:ooEt 




CH3 . 

mm!'. 'H-NMR (CDClj) 8 0.96 (3H, t), 1.28-1.50 (2H, m), 1.34 (3H, t), 

1.64-1.79 (2H, m), 2.82 (2H, t), 4.26 (2H, q), 6.15 (1H, d), 6.86 (1H, s), 
7.57 (1H, d), 7.63 (2H, d), 7.74 (2H, d). 



WO 2004/022551 



PCT/JP2003/011308 



125 



3- { 2-^^-5 - [4- (h!J7/ViD^f/P) 7i=/V] -3-7^^} 



(2E) -3- {2-xf/V-5- [4- (M)7/^D^f;V) 7i=/V] 
-3-711/W T^'y/Wfcsif-A' (3. 3 0g) C^h/UJiy (30ml) , 

(5ml) II^dd Ml* (hy7^=/^^7^i/) nv^A (I) 

(o. 4 5 g ) *«aKtfr, «flE-e-«t**sainbfc. R^at^asK*- 

t (^1>-^:ft»^/V=9 : 1) » a#J$5 (3. 3 1 g) SrflMKttfc l/Cfc 



'H-NMR (CDClj) 5 1.25 (3H, t), 1.27 (3H, t), 2.50-2.76 (6H, m), 4.14 (2H, 
q), 6.59 (1H, s), 7.58 (2H, d), 7.68 (2H, d). 

##0>]9 (1) , #%0»J9 (2) 

iMHajs (i) , ##«aj8 (2) -ewtTfiv Aimftx. v. 

##0»J9 (1) 

3- {2-^^/U-5- [4- (Ml 7^*0/3-/1,) "7^—)V\ -3-y])^} 



'H-NMR (CDC1 3 ) 5 1.26 (3H, t), 2.31 (3H, s), 2.53 (2H, t), 2.69 (2H, t), 
4.13 (2H, q), 6.57 (1H, s), 7.56 (2H, d),.7.65 (2H, d). 




COOEt 




COOEt 
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#%#J9 (2) 

3- {2-7^/1—5- [4- (MJ7/^o^f^) 7*=,u] -3-7!^} 



'H-NMR (CDClj) 6 0.95 (3H, t), 1.25 (3H, t), 1.32-1.45 (2H, m), 
1.60-1.70 (2H, m), 2.54 (2H, t), 2.65 (2H, t), 2.71 (2H, t), 4.14 (2H, q), 
6.58 (1H, s), 7.57 (2H, d), 7.66 (2H, d). 

#%« 1 0 

3- { 2 -n^vfc- 5 - [4- (Ml 7^a^^jV) 7i=^] -3-7VM 



3- {2-^/^-5- [4- (MJ7^tc^f;l/) yaLZZ/V] -3-79 
M /n^y^xf/i, (o. 5 4 0 g) (3m 1) , t h7t K 

(5ml) Jgifc l&£*g&te^h!) (3. 2ml) fttn 

Lfc^,g^^5 1 /VT-2 0ttffiLfc.^*fc*aS^4[l7KSiE^ h U 
8»te«EEf?*Lfc. #e>*tfc«4**Sr^1^^J: ltt«J (0. 

4 1 3 g) £& B B B tLT^fc e 

St£94-95t; 'H-NMR (CDC1,) 8 1.26 (3H, t), 2.59-2.75 (6H, m), 6.59 (1H, 
s). 7.57 (2H, d), 7.67 (2H, d). 

0 (1) , #%0!l 0 (2) 




COOEt 
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##fl|9 UK ##099 (2) fifc/P^^xf;^,);^ ## 

&mno (i) 

3- {2-^^-5- [4- (H)7^*o>f/P) 7^=^] -3-7])*} 

7* tra-yg 



1111^112-113^; 1 H-NMR (CDC1 3 ) 5 2.31 (3H, s), 2.58-2.63 (2H, m), 2.69-2.74 
(2H, m), 6.58 (1H, s), 7.57 (2H, d), 7.66 (2H, d). 

##0910 (2) 

3- {2-^/>-5- [4- ( MJ * 7:n=/l/| -3-7VJV) 



CH 3 

®!£79-80 < C; 1 H-NMR (CDC1 3 ) 5 0.94 (3H, t), 1.32-1.44 (2H, m), 1.60-1.70 
(2H, m), 2.59-2.75 (6H, m), 6.59 (1H, s), 7.57 (2H, d), 7.67 (2H, d). 

##09 1 1 

3- {2-^^-5- [4- ( bV 7/V*ut3-;V) 7i=;H 



zMSHfcy^AT/l^^A (0. 46g)©7F7tKo77^ (50ml) 





COOH 
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mmm^, *&t> 3- {2-^/1—5- [4- {hy?**** 1 ?-*) 7^ 

— /VO -3-7y;V} ^nl^tV^f^ (2. 7 6g) ©f h7th'n77^ 
(3 0ml)^«TU *a-ClB#MJ«*Lfc. L-C, * (0. 

5ml) „ 1 5%7Kil^hy (0. 5ml),*(l. 5ml) £ 

7 7^-(ClT»giL : ite^?vU= 6 :1^3:1), Blft& (1. 

6 4g) SrilMttb^LTWfc. 

'H-flMR (CDC1 3 ) 5 1.27 (3H, t), 1.31 (1H, br s), 1.76-1.89 (2H, m), 2.48 
(2H, t), 2.67 (2H, q), 3.70 (2H, t), 6.60 (1H, s). 7.58 (2H, d). 7.69 (2H, 
d). 

&%Ml 1 (1) , #*W1 1 (2) 

(1) , **tm9 (2) -c#fc^PwyixfAjHi#J:!i, &n 



l (1) 

3- {2-^^-5- [4- (b!)7;^B^f/l.) 7i^] -3-7y/W 




iH 



1 H-NMR (CDC1,) 5 1.77-1.86 (2H, m), 2.30 (3H, s), 2.47 (2H, t), 
3.68 (2H, t), 6.57 (1H, s), 7.57 (2H, d), 7.67 (2H, d). 



##0U 1 (2) 

3- {2-^/W-5- [4- (MJ7;>tn^f/l,) 7x=/V}-3-7!)/H 
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OH 



m#Vs; 'H-NMR (CDCI3 ) S 0.95 (3H, t), 1.27 (1H, br s), 1.32-1.45 (2H, 
m), 1.61-1.71 (2H, m), 1.78-1.87 (2H, m), 2.48 (2H, t), 2.64 (2H, t), 3.69 
(2H, br t), 6.59 (1H, s), 7.57 (2H, d), 7.67 (2H, d). 

###J 12 

{2-^^-5- [4- (hy7^tn^f/l') -3-7})^} gfc 



1) {2-/^-5- [4- (h!J7^cr^^) 7ai -/V] -3-7U 
/W ^ * y —A' ( 1 . 4 8 g ) ©7h7tKn77 (10 0ml) \CT± 

h^v^T^tKy> (0. 8 0ml) , h !)7*f/^7^ >- (2. 8 9ml) 
^APx, ftftfcl, 1' - iT*/&*A*#-A>) ^tV*!)^ (2. 9 2g) £ 

74- W^:Stxf^=10 : ia»P>5 : 1) Tit^U 

-5- [4- (MJ^/loa-n^/V) T^^/V] -3-7y/W Xirh-hy/U 

(1. 7 6 g ) zfotttot \,xntz 0 

'H-NMR (CDC1 3 ) 5 2.37 (3H, s), 3.50 (2H, s), 6.70 (1H, s), 7.61 (2H, d), 
7.70 (2H, d). 

2) {2-/^/^-5- [4- (HJ7;^n^fyV) T^-A] -3-711 
/W T-fe h~hV^ (1. 7 6 g) (D^^7-^^ (1 0ml) 

{b^-hyi7A (lomi) zmzxmmmwmLtco eejsi&t^ mrnrnxm 

Ktu^r hVyyj- (^=¥f"^:K^^=l : 1) T'fttSiU Btt* (0. 
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6 8 g) fctt*fcLT#fc. 

14,^123-125^; 'H-NMR (CDC1 5 ) 5 2.34 (3H, s), 3.45 (2H, s), 6.70 (1H, s), 
7.58 (2H, d), 7.68 (2H, d). 

##0U2 (1) 
[5- {A-y/^uy^^jv) -2-^f;i/-3-7!);V] ftgfe 

^-COOH 



##^J6-C#7t [5- (4-7/U^-n7^=yV) -2-^f/l/-3-7U;H 

14^107-108*0; 'H-NMR (CDC1,) 5 2.31 (3H, s), 3.43 (2H, s), 6.50 (1H, s), 
7.03 (2H, t), 7.56 (2H, dd). 

##0U 3 

2- {2-**7l>-5- [4- (hVy*** -3-7U/V} 



TKKI^y ^ ? AT/W^ = !7 A (0. lOg) ©Th7t Ko77>iii (5 
ml) £tJc#U {2-^5^-5- [4- (hil7;^n^f;v) 
-3-yVM fttt (0. 43g) Ofh^t Kn77^ (5ml) ZMT 
L-C^TT?3 0^ MT?lB«HHt#t]t. S**T«, * (0. lml), 
1 5 hJJ (0. lml) , * (0. 3ml) fcHfcjDit, 
3 0^Lfc. #r£iiL*:i&ft£<5>iSU Th?tKP77>'t?J:<iljflfc. 
5ffi£«EE*|gU MSr^!J*7 1 ^7A^D-7h/77^- (^rf-> : ft 
gfai^=5 : ia>£>l : 1) ?»»U Sftft (0. 2 8 g) S:»^«^UT 

'H-NMR (CDC1 3 ) 5 2.33 (3H, s), 2.64 (2H, t), 3.81 (2H, t), 6.63 (1H, s), 
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#%0U3 (1) 

2- [5- (4-7;^n7i=/l') -2-/^/^-3-7 ]) ai^y-yW 



##«12 (1) T*#fc [5- (4-7/M-B7as^) -2-^^-3- 
M52-531C; 'H-NMR (CDC1 3 ) 5 1.46 (1H, br s), 2.31 (3H, s). 2.63 (2H, 



###J 1 4 

1- [5- (4-7;l/tD7x=;l/) -2-^f/V-3-79;V] 



5- (4-7^tn7i=/l') -2-^f/V-3-7;V7;l'ftK (2. 54 
g) (Dfh7tKn77y (4 0ml) »lM>f/W^->!7A7'D * 
KWrh7t Kn77« (18. 7ml) ^-7 StfiBTU OT^ri 

: Rlfcx?vV=3 : 1) % ^If^&lgftfcLT* Slttfe (2. 4 3 

g) &»5fcfcurftfc. 

§4^50-52^; 'H-NMR (CDC1 3 ) 5 1.48 (3H, d), 1.60 (1H, d), 2.35 (3H, s), 
4.85 (1H, dq), 6.57 (1H, s), 7.04 (2H, t), 7.57 (2H, dd). 




t), 3.79 (2H, br q), 6.44 (1H, s), 7.04 (2H, t), 7.57 (2H, dd). 




(i) 

1- [5- (4-7^B7*=^) -2-^f^-3-7y^] 
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Pr-n 



5- (4-7;V*o7i=>) — 2 — ^ ^-/V— 3 — yf^TiVf fc K £ 7*o t*/> 

jK£73-74t;; 'H-NMR (CDC1 3 ) 5 0.94 (3H, t), 1.26-1.47 (2H, m), 1.59 (1H, 
d), 1.62-1.72 (1H, m), 1.77-1.87 (1H, m), 2.34 (3H, s), 4.62 (1H, dt), 6.54 
(1H, s), 7.04 (2H, t), 7.57 (2H, dd). 

&*mi 5 

3- { [5- (4-7^tP7i=/V) -2-^f;V-3-7D/f^] 7 ^ / } 



5- (4-7;Vtn7i=/P) -2-^f^-3-7PS (4. 4 7 g) t N, 
K (2J«) ^)fF7fc KD77V (5 0ml) 
mt^-f])/^ (3. 5 4ml) fcgffiTffiTU 0. 5B#raflt#U$:. 
tf)&&£#OTikU gfe* n !) K©ft4fiMfc«rH#t UT#fc 0 3 — T 5 y 
#^oc^/w (3. 6 9g) i^K^-thU^A (3. 4 1g) SrxhytKa 
77>(50ml) ttf&tfU it#fcHMfh7t h'P77> (5 0ml) 

fcaMMfcSr^^^^-^^^JlDlgfiflsLT, Btt* (7. 3 9g) 

jK,£l71-172 < C; 'H-NMR (CDC1,) 5 1.40 (3H, t), 2.70 (3H, s), 4.38 (2H, q), 
6.72 (1H, s), 7.10 (2H, t), 7.44 (1H. t), 7.59-7.66 (3H, m), 7.81 (1H, td), 
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##0U 5 (1) 

3- ( (2-/^-5- [4- ( h V y^Jru p< f-A,) 7i=^] -3-7D 
<OW 757) ^J6#|fe3:^/U 



#%01J5 (1) T*#fc2-^f/V-5- [4- (hy 7 ' *~ 

|4^161-162 e C; 1 H-NMR (CDC1 3 ) 5 1.39 (3H, t), 2.73 (3H, s), 4.38 (2H, q), 
6.92 (1H, s), 7.40-7.48 (1H, a), 7.64-7.72 (3H, m), 7.77-7.84 (3H, m), 
8.02-8.07 (2H, m). 

1 6 

3- {N- [5- (4-7A'to7x=^) -2->f^-3-7n^;l/] — N 



3- {N- [5- (4-7^0 7 a: -2-^^-3-7 0^/1/] 7* 

5/} gcJ&Stfctfvl' (1. 0 7g) *N, N-^f/l/*^A7^ K (5ml) 
!3j;0 ! fh7tKo77y (5ml) fc*j&»U fcife 6 0 %Hm\t-f Y V «7 A 
©«HBk«?7 4>'«»& (0. 13g) ^AP^ % *:<D$.&0. sm^WLft 9 
m&toKBtit*?* (0. 3 6ml) SrSireflnx., ^W^^-BfeJt^LfCo 
RJSSc&*H:8E?, »»*?7W-0 2ia«imLfc. £*fc#M&*fcW*»^* 

hi/7 7^-(CT»l5!tT (^fyilffltxf^e : lA>*b2 : 1) . ift 
#f (1. 18g) t«ltt«!iU#fc. 




F 
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'H-NMR (CDCI3) 6 1.39 (3H, t), 2.47 (3H, s), 3.47 (3H, s), 4.38 (2H, q), 
5.69 (1H, s), 6.98 (2H, t), 7.26-7.44 (4H, m), 7.89-7.97 (2H, m). 

6 (1) ~##04l 6 (3) 
3- {N— [5- (4-7/Ptn7x=;V) -2-^f/V-3-70^^] 7 

(1) 

3- {N- [5- {4-7;\<jruy^~;V) - 2 3 -7D/f;V] — N 



34^119-120^; 'H-NMR (CDCI3) 6 0.94 (3H, t), 1.39 (3H, t), 1.55-1.70 (2H, 
m), 2.47 (3H, s), 3.86 (2H, t), 4.38 (2H, q), 5.63 (1H, s), 6.97 (2H, t),' 
7; 27-7. 34 (3H, m), 7.40 (1H, t), 7.87 (1H, t), 7.95 (1H, td). 

###116 (2) 

3- {N- [5- (4-7/^o7ai=/W) -2-^f^-3-7n^;l/] -N 



1toVtV>); 1 H-NMR (CDC1,) 5 0.86 (3H, t). 1.22-1.35 (8H," m). 1.39 (3H. t), 
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1,53-1.66 (2H, m), 2.47 (3H, s), 3.87 (2H, t), 4.38 (2H, q), 5.63 (1H, s), 
6.97 (2H, t), 7.27-7.34 (3H, m), 7.40 (1H, t), 7.87 (1H, t), 7.95 (1H, td). 

##0U 6(3) 

3- {N-^V-^/V-N- [5- (A-yfrXnyai^fV) -2-^^/V-3- 



1 H-NMR (CDClj ) 6 1.36 (3H, t), 2.52 (3H, s), 4.34 (2H, q), 5.11 
(2H, s), 5.63 (1H, s), 6.97 (2H, t), 7.10-7.16 (1H, id), 7.23-7.37 (8H, m), 
7.81 (1H, t), 7.90 (1H, td). 

1 7 

5- (4-7;i/tn7i=;i/) -N- [3- (t Kn*^tA) 7i^] - 
2-^f/V-3-7/V7 5 K 



3- { [5- (4-7^o7x.^M -2-^^-3-7n^] 75/} 
SWI*f/l' (1. Olg), 7K^{b*!7^±hy (0. 5 2g) £x h 
7tKo77> (30ml) Lft#k, M-O^y-^ (3ml) & 

7>-^=!7A7K^ffiSrin^, *©**lBttlflJt#Lfc. ^.<om^mi:mm^^ 

■frV : mx77U»3 : l^bl : 2) , y^D f /H— ^^-^df-f-^J; 
DIMMtLT, (0. 7 2g) SriB.&fcLT»fc. 

»£l63-164lC: 'H-NMR (CDC1 3 -DMSO-dj ) 5 2.70 (3H, s), 3.51 (1H, t), 4.68 
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(2H, d), 7.01-7.14 (4H, m), 7.32 (1H, t), 7.60-7.69 (4H, m), 8.56 (1H, br 
s). 

7 (1) ~#%£RJ 1 7 (5) 
#%0916 % &%W16 (1) ~##0tJ16 (3) , ##0U5 (1) -C^fc 

##091 7 (1) 

5- (4-7;\s*u7*-;i<) — N— [3- (k Ka^^fyi/) 7x-;V] - 



jfctfcfe; 'H-NMR (CDC1 S ) 6 1.76 (1H, t), 2.49 (3H, s), 3.45 (3H, s), 4.69 
(2H, d), 5.64 (1H, s), 6.97 (2H, t), 7.09 (1H, td), 7.21 (1H, s), 7.24-7.38 
(4H, m). 

##m 7 (2) 

5- (4-7yV^-n7ai-/V') -N- [3- (tKn^f/l') 7i=/V] - 
2 f ;V-N-^n 3 -7;i/75 K 



Bfc/£ll6-lirC; 'H-NMR (CDClj) 8 0.93 (3H, t), 1.56-1.77 (3H, m), 2.49 (3H, 
s), 3.82 (2H. t), 4.69 (2H, d), 5.58 (1H, s), 6.97 (2H, t), 7.08 (1H, td), 
7.18 (1H, s), 7.26-7.38 (4H, m). 

##09 1 7 (3) 
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5- (4-7/^D7i=;H -N-^/^-N- [3- (k KP^^fvl") 
7i=;V] -2-^f^-3-7^7U* 



»j{R89-91 , C; 1 H NMR (CDC1 3 ) 5 0.86 (3H, t), 1.21-1.33 (10H, m), 1.55-1.70 
(3H, m), 2.49 (3H, s), 3.85 (2H, t), 4.69 (2H, d), 5.58 (1H, s), 6.97 (2H, 
t), 7.07 (1H, d), 7.18 (1H, s), 7.26-7.38 (4H, m). 

###Jl 7 (4) 

(4-7y^n7x=M — N— [3- (t Yti^y^f-jV) 
■7^)V\ -2-^^-3-7/V7? K 



IMftlfe; 'H-NMR (CDC1 S ) 6 1.65 (1H, t), 2.53 (3H, s), 4.61 (2H, d), 5.08 
(2H, s), 5.59 (1H, s), 6.92-7.02 (3H, m), 7.06 (1H, s), 7.23-7.34 (9H, m). 

#%0»Jl 7 (5) 

N- [3- (t Kn^f^) 7i=/V] -2-^^-5- [4- ( h JJ 7 



18^173-174^; 'H-NMR (CDC1,) 6 2.72 (3H, s), 4.71 (2H, d), 6.89 (1H, s), 
7.14 (1H, d), 7.31-7.39 (1H, m), 7.50 (2H, d), 7.62-7.66 (3H, m), 7.75 (2H, 
d). 





.OH 
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#%#J 1 8 

N- (3-^5/V7^^-/U) -2-^^-5- [4- (h!)7/^D^f/W) 




N— [3- (fcKo*vo<?vW) 7oc^/V-] -2-^^-5- [4- ( MJ 
7x=/U}-3-7A'70* (0. 98g) ©f F7tKo7 
(10ml) X.ZJ»ilT>tf> (3. Og) *iO;U MT?2B#ffl«# 
Lfco ZbKLZmt-r^X^ (1. Og) SrJqit, H$W«#Lfc. 

(0. 7 6g) LT#fc. 
«k^l83-184TC; 'H-NMR (CDC1,) 5 2.75 (3H, s), 6.93 (1H, s), 7.50-7.68 (5H, 
n), 7.77 (2H, d), 7.98 (1H, d), 8.11 (1H, s), 10.02 (1H, s). 



##091 9 

3- (k Kn^v/jX^/v) 7i=;i/*yw<>y8t e r t-'ff'/^ 




H 



3-T^/-<>'v f /UT/W3-/u (io. 9g) , hyx-fwr^V (2 4. 6 
ml), -$mx/- t e r t-T^A- (21. 2 g) £x h^t: Kn77> (1 
OOml) *^3l#Wto*(ai»ELfc. fO£tt«r*fil;:?frS]LfcfL 

»»3if-/V=6 : 1 *»P> 3 : 1) % (15. Og) ^m^L 

xait. 

'H-NMR (CDC1,) S 1.51 (9H, s), 1.96 (1H, br t), 4.65 (2H, d), 6.55 (1H, 
br s), 7.01-7.05 (1H, m), 7.18-7.31 (2H, m), 7.43 (1H, s). 
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##0J2O 

( {3- [ (t e r t-zf h*i'*Mt=zA>) 7 5/] fir) Wk*- 

fjV 



3- (t Yv^r'stf/V) 7i-;V*^$ y%tt e r t-^f/V (4. 9 4 
g ) , Mjifvl/TS* (4. 63ml) OfjEfccfvU (50ml) ®m\Z, * 
^^^^^^oy K (3. 0 4g) (D^^/W (20ml) 

fyZmtkMb LXmtCo :wiill«Tl>7t KP77^(30ml) fc8fi6»U 
rjl|;ft/yn-/^if;l/ (2. 9 3g) fcl, 8-i^T1^^v/^o [5. 
4. 0] -T-^^x-fe^ (3. 7 1ml) fef H5t KB75>'(30ml). 

Y?77 4-\Z.Xtm\sX Kfy:ft|{if/1/=15 : IfrbQ : 1) , i 
1$^ (6. 7 5g) £E#£LT#*: 0 

^75-76^; 'H-NMR (CDC1 3 ) 5 1.29 (3H, t), 1.51 (9H, s), 3.07 (2H, s), 
3.79 (2H, s), 4.18 (2H, q), 6.47 (1H, br s), 6.97-7.03 (1H, m), 7.23-7.30 
(2H, m), 7.36 (1H, s). 

##01J2 1 

c (3 — t 5 y-i^^v) t*] sm^5vv • mm 



( {3- [ (t e r t-7h^^^^) 75 y] ^sVfr) fir) 
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(6. 5 7g) <Dx.?/—jU (3 0ml) 4&1ffiWt 

i« (30mi) SrMtfin*.. 6 o r-c 0 . 5 l*: 0 

(4. 9 4 g) t-C»fc. 
RjftllZ-lllC; l H-NMR (CD 3 0D) 5 1.27 (3H, t), 3.13 (2H, s), 3.90 (2H, s), 
4.14 (2H, q), 7.28-7. 34 (1H, m), 7.42-7.52 (3H, n). 

&%M2 2 

3- h^-y/ h*is) ^yX7;Pfk K 



0ml) tK^T, 6 0 %*K*fltf- h y * AOi»/<? 7 W ( 4 . 

6 8 g) fciP*., 1 5ftfflm.WLtz 0 Ijll^on^W f/Vx-f/U(lO, 
3g) fcfcttTAD*, £fi-C-lM#L*: 0 EJ&fcfcJcfctttf, I»atf-^e2 

V : *ai:**7U= 1 5 : lfrb9 : 1) , Bft&l (16. 4 g) SriMMfefcLT 

1 H-NMR (CDC1,) 5 3.49 (3H f s), 5.23 (2H, s), 7.27-7.31 (1H, m), 7.45 (1H, 
t), 7.50-7.54 (2H, a), 9.97 (1H, s). 

IMT0H2 3 

3- (^ h^r^ h^rv/) ^V^/WT/V3-/W 



3- h^r->^ h*v/) ^yX7/l/fk K (1 6. 4 g) <D**y— /U (l 
OOmi) ^{C, TkiST, h y (3. 7 4 g) £4**fci)D 




ftK (13. Og) (Dfl^7kKo77y (15 
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m> ®&&®j£%£:lx, mm (is. 7 g ) &mtt®tLxmtc 0 

'H-NMR (CDC1 3 ) 5 1-75 (1H, br s), 3.48 (3H, s), 4.67 (2H, s), 5.18 (2H, 
s), 6.94-7.06 (3H, m), 7.28 (1H, t). 

##01J2 4 

{ [3- h^vo -<yv?/H f-*) mm^/v 



3- h*is* h*f) ^V'sfrT^—fr (1 5. 7g) , MJai^vKT 
$y (19. 5ml) (Omt^/lo (15 0ml) ®miZ.. *i£T, tt^^fr 
*y^n!) K (12. 8g) (D^m^jV (50ml) mmfrffiTU ^<n>% 
£0. 5B#RSMt#Lfc„ ^CTcit^^JiL. ^^^/u-C'SferfLfc,, #^>ixfc 

#fc 0 rco^^Srxhyk Kn^yV (50ml) »c*§ri>U 

(12. 3g) hi, [5. 4. 0] -7- 

C^X-lrV (1 5. 3ml) t7h7tKD7?y (30ml) tt?0. 5B#Pd3 

iy])*?;^ZmU mmZffiJ£%£l'X, mm (2 5. 3g) lt 

'H-NMR (CDClj) 5 1.29 (3H, t), 3.09 (2H, s), 3.48 (3H, s), 3.80 (2H, s), 
4.19 (2H, q), 5.18 (2H, s), 6.91-7.02 (3H, m), 7.24 (1H, t). 

2 5 

[ (3-fc Kndri/^^/P) mSt^A' 



{ [3- (^ h*^) -<^^/V] ^} f^^/k (14. 5g) <D 
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(loomi) mm^ mm& domo 
(12. 3 g ) zmytyakvx'&iz. 

*H-NMR (CDC1 3 ) 5 1.29 (3H, t), 3.08 (2H, s), 3.78 (2H, s), 4.18 (2H, q), 

5.12 (1H, br s), 6.74 (1H, dd), 6.84 (1H, s), 6.89 (1H, d), 7.19 (1H, t). 



2 6 



n 



COCHq 



3-t Ko^^^^WT/Wa— /V (2 3. 8 g) tf>-r h 7 Kn 77 y (1 
OOml) t)C#T, 1, 8-VT-f¥i/?u [5. 4. 0] -7-?l/ 

(2 9. 2g) ^^L. 0. 5B#ra»#L*: 0 r tUd'O'vVu* n a* ^ 
;l/x-7/i/(3 0. Og)»7h7t KD77V (5 0ml) ®m&fc$}Ttoz. % 
MT-Bfe^tfc E£f££;i&J£ilK£#\ K^^/l'-C2lElttaiLfc 9 Aft 

iTWcWfcU hV^^TZy (32. Oml) ©BUftar^W (150m 
1) m&\^ tK^T, ^^/M^Sfc^ny K (2 4. 1 g) ogra^vu (5 

omi) mmzmru ^^so. 5^Rnt^tfe„ ^cfctts^igu 

K (10 Oml) fc»ft>U CtUCf^fm* y [7 A (2 6. 3 g) SfiK 

^=15:1), Bftm (2 5. 8 g) Sr»iU#fc. 

'H-NMR (CDC1 3 ) 5 2.34 (3H, s), 4.10 (2H. s), 4.71 (2H, s), 5.28 (2H, s), 
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6.92-7.01 (3H, m), 7.22 (1H, t), 7.33 (5H, s). 
###12 7 

2- ( {3- [ (^y^t^v) / h* f s] ^V/V) -2-^^)Vf 




.C0 2 Et 
H 3 C CH 3 

?-*m&S- {3 - [ (/<y^t^^) * b^v/] (6. 4 6 g) 

<D*5 J-i\> (3 Oml) gfifcfc:, Tkmti-hV *A (0. 8 5 g) S — 

IV (20ml) fcitfTk (2ml) fcjgtf LfcfcOfcM-Ofll*., 1B# 

f/l/*/UA7 5 K (25ml) »3Sfc&>U 2 -zfu*- 2 ^vl^ 

nt°^-y^3i^ (5. oog) **afcr*o*. 6 o'C-c- ®#m^tz 0 SJfc 

(^-^^ : SWfcx^i/= l 5 : l) % B Wife (7. 6 7 g) 

'H-NMR (CDC1 3 ) 5 1.27 (3H, t), 1.54 (6H, s), 3.82 (2H, s), 4.13 (2H, q), 
4.71 (2H, s), 5.28 (2H, s), 6.94-7.05 (3H, m), 7.21 (1H, t), 7.33 (5H, s). 

###J 2 8 

2- [ (3-fcKB^yi?/p) -2-^^/W7 p Dk°^->'^^ 



H0 XX^COOEt 



2- ( {3- [ {fO*?JV**\s) / sOttAs) 3-*) -2-ti-/V 

,yDt'tyiif;v (7. 6 7 g ) <D*t;-/v (5 o m 1) mm\z, m&m (5 
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g|=|fcc?yu= 6 : l) , (3. 8 1 g) t»^ilt#fc. 

'H-NMR (CDC1 3 ) 5 1.27 (3H, t), 1.53 (6H, s), 3.78 (2H, s), 4.11 (2H, q), 

4.96 (1H, s), 6.69 (1H, dd), 6.79 (1H, t), 6.86 (1H, d), 7.14 (1H, t). 

&%M2 9 

{ [3- h*'» -<>v?/H ^Smt^JV 



3- h^i^ h^r^) ^y^T^=i— As (4. 5 3 g) <D1, 2-i?t 
Y**s^*y (15 0ml) jgfcfc, XftTs 60%*.mbi-hV$J»<Dmi}/< 



^fvV (6. 7 5g) «r*»TJP*.s £&V-mimL1t 0 Rfcm*7k\Z&%\ 

»$5{L (^*+> : Wmt^^= 1 5 : 1/5^6 : 1) , Blftfe (4. 6 2g) 

'H-NMR (CDClj) 5 1.29 (3H, t), 3.48 (3H, s), 4.10 (2H, s), 4.23 (2H, q), 
4.61 (2H, s), 5.18 (2H, s), 6.96-7.05 <3H, m), 7.27 (1H, t). 

#%#J3 0 

[ (3-t Kn*v"<V^) ftKxf/i, 



{ [3- U h**s* h*-» (4. 6 2 g ) 

^^-^ (50mi) mm\^ m&st Omi) zm.rn.vin*.* mts.v-m 

v*Yyy7j-\Z.xm&\^ 3 : 1) , gftfc (2. 

3 6g) ZmVVtot LTttfc. 

'H-NMR (CDC1,) 5 1.29 (3H, t), 4.10 (2H, s), 4.24 (2H, q), 4.59 (2H, s), 




yy^vmm (1. 2 9 g ) o. smmtmLtz e ^^yn^mk 
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5.18 (1H, s), 6.75-6.81 (1H, ra), 6.88-6.92 (2H, m), 7.22 (1H, t). 
#%#J3 1 



.JOUL. 



H 3 C0 0 v ^ 0 OCH 3 

(3-fc Kn^>>7*=/v) SEtt (10. 5g) ©rh7fcKD77V (15 
0ml) mfci^ *#T> N-^/^-ry^n tf/VT^ > (2 6. 3ml) £ 
jbP*., 0. 5B#IWJt#Ut. Ztlfc.*nn*f-JI'*7A'X--?Sl' (13. 8 g) 
&7k#TJ!JQ;t, 6 O'er— Sfcjg#Lfc 0 BOfiW«r*fcfttf, B»*^-e 2 EH* 

ffifecT-A^e : 1*^3 : 1) , BWft (1 4. 8g) fcifctt^ LT#fc e 
l H-NMR (CDCl,) 8 3.42 (3H, s), 3.47 (3H, s), 3.64 (2H, s), 5.17 (2H, s), 
5.24 (2H, s), 6.92-6.98 (3H, m), 7.24 (1H, t). 



3 2 

[3- h=*vO« 7~~J^\ 




H 3 CO 0 * 

[3- h**s* ffik* h**/*?* (14. 8g) , 

frmti-hWA (4. 9 3g) , (5 0ml) „ * (10 0ml) % 

7f7kKo77y(50ml) Oft^fe SrM-e-H^H^ Lit. ELfomzmffi. 

^^y^^/U7J7A^n-7 h^7 7^-{CT?SS!{L(^=3rf-^:S^^^=3 : 

iHi:i) s iwftdi. 2g)^atnfc 0 

' H-NMR (CDCl,) 5 3.48 (3H, s), 3.63 (2H, s), 5.17 (2H, s), 6.91-6.99 (3H, 



WO 2004/022551 
m), 7.26 (1H, t). 



146 



PCT/JP2003/011308 



3 3 

4- [3- b^S* h*~» 7s=;V] -3-t*y^^»xf^ 



[3- (> h*is* h**» y^~)V\ %m (1 1. 2g) ©fh7tKn7 
7^ (1 50ml) 1' -*;U^/V^>f*y/-/l/ (10. 2 g) 

T^yiJ)) $J*m. (10. 7g) fcirflSfc-r^^A (3. OOg) *M 

J&#>£ y # y/V* y^n-rY^yy^ -\Z.Xftm LX V : g£&:n^ 

yu=6 : 1^P>3 : 1) , ilMjfe (10. 7g) LT#*u 
'H-NMR (CDC1 3 ) 5 1.27 (3H, t), 3.45 (2H, s), 3.47 (3H, s), 3.80 (2H, s), 
4.17 (2H, q), 5.16 (2H, s), 6.83-6.98 (3H, m), 7.25 (1H, t). 

##0J 3 4 

4- [3- {/■ h*i^ h**» 7z^] y^l^^A- 



4- [3- h=¥v^ h*vO 7x=/V] -3-t#y^ySxf/K6. 
2 8g)^y-;H4 0ml) tKJ^T, !7^"7- h y !7 ^ ( 0 . 

8 9 g ) srife^tdfip^ *©.«o. 5mmw\,tz 0 m&mtemtT^*-? 

^A-em »«£Sr«flEe*L-C. 3-fc Kn#^-4- [3- U h 
±X'&1Ztiifttob hV^/UT (4. 9 3ml) ©fffflfct^vl' (100m 
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1 ) tm\Zs *&T> * 9*s*M*VWl9 o V K (3. 2 4 g) <D%m^* (3 

omi) mm&ffiTu o. 5mmmwLtc 0 g.ttitiM&M&u & 

T/WUg.&ys&mftVdklsXntio :©i^fh7tKn77> (60m 
1) iZ®frW 1, [5. 4. 0] -7-^^T±y (3. 

9 5 g) ^^tc-c*Dxi. wz* immmn\,± 0 k^^^^^es^l, 

^/U=6 : 1) , &4- [3- (> h^'» 7*^/1/] -2-^T> 

±T'#fc?ft^Ob^^ (30ml) (5ml) 
hy* (h!J7x=/V^7^y) pv^A (I) (0. 6 5g)^IiU, 

£ y # y/W^; 7A^OTf^77^ -KlTHER L ^ : ft»^^= 6 : • 

1) , Sttft (3. 6 7 g) LTftfc. 

'H-NMR (CDClj ) 6 1.26 (3H, t), 1.87-2.03 (2H, m), 2.32 (2H, t), 2.63 (2H, 
t), 3.48 (3H, s), 4.13 (2H, q), 5.17 (2H f s), 6.81-6.91 (3H, m), 7.20 (1H, 
dd). 

4- (3-t KndriX7^-/W) ^>f*f/U 



4- [3- U h=^» 71=^ -ft-ym^l-tV (3. 67g) O 

i^-/K5 0ml) Mit (3ml) SrMT?»ljL, llt-ftl 

•7 h^7 7^~fCT*tS!JL (^Mfi': WI*^A'=3 : 1) , (2. 7 
2g) LT#fc. 

1 H-NMR (CDC1 S ) 5 1.26 (3H, t), 1.89-1.99 (2H, m), 2.32 (2H, t), 2.60 (2H, 

t), 4.12 (2H. q), 4.97 (1H, s), 6.65-6.68 (2H, m), 6.74 (1H, d), 7.14 (1H, 
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3 6 



7^mti-hV VJ* (1. 33g) Of h7t Ynyy^mm (100ml) 



Lfc„ resale 2 - ^ f ;H -^y^^f^yXT/i/r t K (5. 0 g) 
(Dfh7t Ka77« (2 5ml) SrjgiTU 0 < C-C2NpWJ. MT*1« 

«^Lfc 0 iMfemstztox.. &m^frx-*>wk. mmmz#mu &fp« 

«EE»iMI Uh 0 # tt^aa£$r V * y A t n h >/7 7 -< - (^*f- V : 
^^,V= 3 : 1) KiiU ®btl1tQ&®*^* S -fr (6 0ml) 

10%^7^^-^i (2 g ) *mm*.MT?mx.it'&. TMtis&u 

(^*i^ : »»3C^V= 1 : 1) -Ci|*$iU (4. 4 3g) Ztefttok 

'H-NMR (CDC1 3 ) .5 1.24 (3H, t), 2.25 (3H, s), 2.50-2.56 (2H, m), 2.85 (2H, 
dd), 4.13 (2H, q), 5.21 (1H, d), 6.57 (1H, dd), 6.62 (1H, d), 6.97 (1H, 
d). 

#%0!l3 7 

[4- -2-/f-/^7^^JV] T-th-hV/l' 



*!)^tei t-^h^riXK (4. 9 4 g) <Di?t Y**s^9VWlBffi. (1 
00ml) £-7 8lC{C^ipU, h/l^>*/u*-/U^ ^vl~f V ~>T- K (4. 




v^cfvW* * * / HFSg^f^ ( 4 . 16ml) £tK#TT-&T U 30 ftfflt 
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7 3g) SrADx, 5#|Hffli#Lfc.. &Wt\ l-t^flsA-^sVfr**^^ 
X7/^t K (4. 9 9 g) h^^V^jfc (5 0ml) £#0;i, -7 

8 r-e i i^f b i g*rc* i mfkmw vti Q -^zmz., 1 ^mmm^m bfc e 

?VU=1 0 : lfrb3 : 1) T*^U Bttfe (3. 04 g) W a tL^fc 0 
Sl!^:51-52 , C; 1 H-NMR (CDC1 3 ) 5 2.30 (3H, s), 3.58 (2H, s),' 5.04 (2H, s), 
6.77-6.79 (1H, m), 6.83 (1H, s), 7.22 (1H, d), 7. 31-7. 43 (5H, m). 

3 8 

[4- (^yitsUtti/) -2-*=f-)V7^)V\ $m/?-;U 



g) <D^Yyt Kn77> (3 0m l) /—JV (3 0ml) MlC8^ 

imfc-t Y V (3 0ml) &3JD;U *Dgtft$ft Lfc. 6^3t^T^tt 

**$>.M?ftlft % gtJE^U7c 0 2Sii£N, N-^f/i-/tM7^ K (5 
0ml) icmMZit. mmtytJ* (3. 46g), 9-W*y(l. Sml) 
*iD;L ^jfiX«»U7c 0 ftBfc*3vl'-T?**U tK. &ft&k7kTi5fc#Lfc 0 

(^*1>->-S^^=5 : 1) T-MISU ift^ (1. 1 
3g) ^»^<ttT#fc„ 

'H-NMR (CDC1,) 5 2.27 (3H, s), 3.57 (2H, s), 3.67 (3H, s), 5.03 (2H, s), 
6.74-6.83 (2H, m), 7.10 (1H, d), 7.30-7.45 (5H, m). 




[4- (s<>*s;V7!r**/) -2.-*=f-)V7^->V\ 7±h=-hV^ (2. 9 7 



3 9 
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(4-fc Kn^v/-2-^Wx^) BfflMfvU 

[4- -2-^f/l/7i=^] BWMT'/l' (1. 13g) 

(2 0ml) fcl 0%^9^>>A-ft* (0. 6g) 

&mg*LT, Bttfe (0. 7 1g) «r»JR*tLT#fc, 

J H-NMR (CDClj) 5 2.24 (3H, s), 3.56 (2H, s), 3.69 (3H, s), 6.61-6.62 (2H, 

m), 7. 02 (1H, d). 



##0i|4O 

H 3 CO^OYV OMe 

*}) ?A t e r t-^h^K (4. 6 9 g) h * v-^ * >!@$S?£ (3 

Oml) £-78 < C«£*PU K/UJt>^yW*=/Mf-yU>f yVT=K (4. 4 
9g) ^*Dx, 5#Haj*#L*: 0 &Vn-C\ 2-^h*i/-4- h**>* h* 
^y/7;Vfk K (4. 1 Og) <n>*y* hZ-is^fi^mm (3 0ml) Sr^D 
7L. - 7 8 'CC 1 BMlk 1 B#|if|*# tfCo **J -VUlrflljU 1 B^mOPUft 

31* US:. ®S^Srm*<kT^=^A*»»fc*Li*^*» 

^=5 : 1*&2 : 1) -Cfflf&U gftft (2. 1 3 g) *iM**£LT»fc. 
l H-NMR (CDC1 3 ) 5 3.48 (3H, s), 3.61 (2H. s), 3.84 (3H, s), 5.17 (2H. s), 
6.58-6.66 (2H, m), 7.22 (1H, d). 



#MT0!l4 1 

(4-fc Kn^>-2-^ h*i/7i^) mkt^fr 
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HO 



■OMe 



1 3 g) <D*fi/—/\<®m (1 Oml) £.8&feft.mctYV9J* (10ml) 

mzmfelstco ai££N. K (5 0ml) |C8#£*, 

imXVVJ* (2. 1 4 g) , (1. 7 5g) fcflOjiU £&T?3B 

V^-eSm, ^JBES^bfco a^Sr^^/-/V- (10ml) |C 

**<*-8\ Ifi^lmlM, »«aofRJ»«bfe. MEEttltU h^v-c* 

fflfcfct^vi^ 5 : 1j&>&2 : 1) "ClfHKU @l$#> (1. 3 2g) 

'H-NMR (CDC1 S ) 5 3.55 (2H, s), 3.70 (3H, s), 3.71 (3H, s), 5.95 (1H, br 
s), 6.24-6. 32 (2H, m), 6.94 (1H, d). 

mm 4 2 



(4-/f/w-2-^;U*/f-l, 3-f7^v-5W/V) ft® (10 
g) (200ml) KftfiOl (0. 5ml) SrflDx., »D 

£ (^^r^V-ftK^^) TfilSIU Biftfe (7. 1 8 g) iteftkLXmCo 
®l^E:i39-140 , C; 'H-NMR (CDC1,) 6 2.18 (3H, s), 3.51 (2H, s), 3.74 (3H. s), 
12.15 (1H, br s). 
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&%M4 3 

o 

6-b Kb^>- 2—^-7 h^-Wt (17. 9 g) <DN, N-S^^AoM'AT 
5K»« (200ml) {C^*y»>A (32. 9 g) , Mt^i?* (22. 
6ml) SrAD^., Lfc. BWfcn?7U-e*RU Tkx 

*i^-SS&^:W -CflfciU (2 6. 1 g) «r8*£LT#fc. 

]KjK97-98 i C; "H-NMR (CDC1 3 ) 5 5.18 (2H, s), 5.40 (2H, s), 7.21-7.27 (2H, 
ra), 7.31-7.49 (10H, m), 7.72 (1H, d), 7.84 (1H, d), 8.04 (1H, dd), 8.54 
(1H, s). 



##01] 4 4 

[6- ('OS?Ao*-*S/) -Z—jryf-A,] *$J~>\> 




TkmitV TVJxT;l-*-<?J* (2. 3 2 g) <Dt h^k Kd77>« (1 
OOml) l£*?$T-?6 - (-<^S?/U** V) - 2 — *-7 ^gfc^i^ ( l 5 
g) Ofh7tFD77^(50ml) ^ITL> 0°CQ 1 B#|S3ii#L;/i:. 
7k (2. 4ml) , 1 5%*iMk^M; (2. 4ml) , 7k (7. 2ml) 
**DiLT»&*l»T$*, MT*3 0#flWltfLfc. **4b*5iiU fhyt 

7i0 "CUHKU (10. lg) fc»*£LT»fc. 

j»^141-142 , C; 'H-NMR (CDCl,) 5 4.79 (2H, s), 5.16 (2H, s), 7.21-25 (2H, 

m), 7.33-7.51 (6H, m), 7.69-7.75 (3H, m). 
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##0ij4 5 

6- (<<y*jA'**i/) -2-t7F7/VrkK 

[6- (■O'&jutt*/) -2--t?i-j\,] (5g) orhyfcK 

P77« (60ml) \zrmt^H> (15g) *riO;U 

39iaE«rTmA "OffiRU BWfc (4. 0 8 g) HS1 

j»^Ll07-108 < C; 'H-NMR (CDC1 3 ) 5 5.21 (2H, s), 7.24-7.50 (7H, m), 7.78 (1H, 
d), 7.88-7.92 (2H, m), 8.24 (1H, s). 10.08 (1H, s). 

###J4 6 

(E) -3- [6- (fi.^&frHr^S) -2-i-y s f-M T^y/Mfc*^ 



7k#<k-^hy >>A (0. 4 6 g) Ofb7t Kb77^SW« (2 0ml) 
i?xf/U*^*;ffi|if;l/ (4. 16ml) ^t^TT-MTU 30»L 
fc e 6- (^v^M-^) -2-t7h7/Vft K (2. O g) 

Orh7tKo77^(l5ml) *T»TU 0 < CT?2B#p H ^#t^. 1 & 

JfcfOfiJfcfrLfc. *««*«*«^^S/l7A"T?(6»ll, milt 
fcfeftfc«ilES:WBA (-.^fy-ftSif/W T?I»«U BW«9 (2. 0 9 g) 

BtAllO-112'C; 'H-NMR (CDC1 3 ) 6 1.35 (3H, t), 4.28 (2H, q), 5.19 (2H, s), 
6.48 (1H, d). 7.22-7.27 (2H. m), 7.34-7.50 (5H, m), 7.60-7.85 (5H, m). 



###14 7 
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3- (6-t Kodf ^-2-y-y^/U) yoWy^if/V 



HO 



C0 2 Et 



(E) - 3 - [ 6 - (^it/V**^) - 2 —r-73-;v] T 9 V >\&^)V ( 1 . 
6 7g) *^9S->V (15ml) \0%'<7WJ±-&m (0. 

5 g ) z&m%.mTX'to*-ti'&, tk^r^l, m&-?fe#m&vtz 0 ^mm^h 

P>2: 1) -C»$5IU g#J% (0. 8 6g) Zfegkt LT^fc, 

ife^90-9lt:; 'H-NMR (CDC1 3 ) 5 1.32 (3H, t), 2.70 (2H, t), 3.07 (2H, t), 

4.14 (2H, q), 5.54 (1H, s), 7.03-7.08 (2H, m), 7.24-7.29 (1H, m), 7.55-7.65 



#%#|4 8 

2- [5- (4-7/U*vy3L^/U) lV\ <<ls# i/gfc 

Pr-n 



#%#|14 (1) -C#7i:l- [5- (4-7^n7i=/V) -2-^^/W- 
3-7D/V] :/*>'-l-;*--/W:'9, 2 l^i-^ffit wm\Z. LT, B 

8MS96-97T; 'H-NMR (CDC1,) 5 0.92 (3H, t), 1.23-1.42 (2H, m), 1.62-1.80 
(1H, m), 1.89-2.07 (1H, m), 2.32 (3H, s), 3.45 (1H. t), 6.54 (1H, s), 7.03 
(2H, t), 7.57 (2H, dd). 



(3H, m). 




###14 9 

2- [5- (A-y^Xuy *=.;V) -2-^f;l/-3-7y/V] ^y-l 
-ir—)\> 
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OH 



##0H12 (2) T*&1£2- [5- (4-7^tP7i^) -2-**f-JV- 

JMK*; 'H-NMR (CDC1 3 ) 5 0.89 (3H, t), 1.19-1.62 (5H, m), 2.32 (3H, s), 
2.66-2.'76 (1H, m), 3.58 (1H, dd), 3.71 (1H, dd), 6.40 (1H, s), 7.04 (2H, 
t), 7.57 (2H, dd). 

gMW&J 5 0 

3- ( {2-^fvU-5- [4- (M)7;Vtn^f/W) 71=^] -3-^y 



{2-^^-5- [4- (MJ ^/V^n^/W) 7 = -3-7JJ/W 

(4. I2g) , 3-tKa^yX7;vftK (2. 4g) *3J: 

t;hy7"f;v*^7^y (4. 9 g ) ©f kb79v (250ml) Sffi 

tci, 1' - & i?\r<<y?> (6. 1 g) Srffl"Cai*.fc8U 

^ : ftixf/v=i5 : l*»fe9 : 1) , Bttfe (4. 3 0 g) ZffiWk LX& 
fc. 

M&8S-86V} 1 H-NMR (CDC1 3 ) 8 2.44 (3H, s), 4.95 (2H, s), 6.80 (1H, s), 
7.22-7.28 (1H, m), 7.47-7.52 (3H, m), 7.60 (2H, d), 7.72 (2H, d), 10.00 
(1H, s). 




CH, 



5 1 
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f-ttftitS- [3- ( {2-/^-5- [4- (MI7^o^f^) 



3- ( {2-^^-5- [4- (M7/M-n^/V) 7^-/1^] -3-7 
U/W ^ ^yXT/Vrk K (2. 5 2g) <D*t J-?V (2 0ml) - 

rh7t Ko77> (lomi) mm^ *<$Ts *m<k*vm-t-hv vj* (o. 

2 6g) M"CO. SBfrlWtttbfc. S^«Sr«BE»*tfc«, *lctt 

±T-#fc«fe, h y :*fyW7 $ ^ ( 1 . 5ml) nrnm^Ar OOml) 
j^RlCs *ftTv ^yx/^^n!) K (0. 6 5ml) SriRTU 
SO.- 5^MaE»Lfc. £CfctUR«iilU aflfccfvv-rifcfrLfc. #t>ftfc 

T 5 K (20ml) tC*&»U (1. 2g)^, Mt-ClO^, 

1) , ^Mhi'JiDffeMSLT* Btt^ (2. 5 0g) fctt*£LTWfc. ittvfi 

90-91*C; 'H-NMR (CDC1,) 5 2.35 (3H, s), 2.41 (3H, s), 4.10 (2H, s), 4.85 

(2H, s), 6.78 (1H, s), 6.83-6.91 (3H, m), 7.22 (1H, t), 7.59 (2H, d), 7.70 
(2H, d). 

##0«5 2 

[4-7/M-D-3- (;* h*^/ ^/-^ 



4-7^o-3-tKn^tti (9. 8 1g) <Df- V y t Kn 7 9 > 
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(10 0ml) mWL\Z s mmrCN-^-f^M y/n kVWT ^> (17. 9 g ) 
0. 5tiffflm$\stc 0 Z.tl\Ztuut^,\,t?;\,^-?;v (1 2. 6 g) 
SrMT?*Pt; 6 oW-fcfltftbfc. RJfc»&*H:ft^ Hflfc^f-^-C 2 EH4 

#JWfc!J^!7A7/l'$~*A (3. 6 g) 07 h7k Ko77^ (100ml) 
»»»t*ftT-CJi"C»*:»JK«©y h7th'P77y (100ml) S^K«rff 
TU IK- Bfc}f#Lfc 0 LT\ 7K (3. 5ml) » 15%*$ 

!7-McJ8ift (3. 5ml),* (9ml) ZMfrffiTLX. ig$l0>3K& 

x^/v) „ mm (11. 3g) *?M*fc£L-C»fc. 

1 H-^JMR (CDC1,) 6 1.75 (1H, t), 3.53 (3H, s), 4.63 (2H, d), 5.22 (2H, s), 
6.95 (1H, ddd), 7. 06 .(1H, dd), 7.20 (1H, dd). 

#%#J 5 3 



Wife; 1 H-NMR (CDC1 3 ) 8 1.29 (3H, t), 3.07 (2H, s), 3.52 (3H, s), 3.78 
(2H, s), 4.18 (2H, q), 5.21 (2H, s), 6.92 (1H, ddd), 7.02 (1H, dd), 7.18 
(1H, dd). 




#%#J5 4 

[ (4-7/M-a-3-t \?u*f<^i?M f-Hr\ tim^l-fr 
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S^COOEt 



'H-NMR (CDC1 3 ) 8 1.30 (3H, t), 3.06 (2H, s), 3.75 (2H, s), 4.18 
(2H, q), 5.22 (1H, d), 6.81 (1H, ddd), 6.97-7.03 (2H, m). 

5 



'H-NMR (CDClj) 8 1.83 (1H, t), 3.79 (3H, s), 4.73 (2H, d), 6.76 
(1H, td), 6.93-6.99 (2H, m). 

##015 6 



(2-7^d-5->I«^7i=;V) ^*y-/V«fc!9, ###J 2 4 (C^-f 

l H-NMR (CDClj) 6 1.30 (3H, t), 3.16 (2H, s), 3.79 (3H, s), 3.83 
(2H, s), 4.19 (2H, q), 6.71-6.79 (1H, m), 6.89 (1H, dd), 6.98 (1H, t). 
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HO 



S^COOEt 



VtAtT (3. 6g) <Dh^y (2 0ml) ^jfiT'l- 

*9*V s f"*-H> (12. 7g) SrflP*., 0. 5B#rait#bfc 0 ZflK [ (2- 
7/V^-n-5-p< hdfi/^O-^/V) f"tr\ ffife^A' (2. 8 1 g) ©h/ny 

(20ml) ®m&mm.x*toz., s»-c2i*Mit#Lfc. £«£*tMc&#\ 

mUL- {^*Vyfrb^*V> : IWfc3i^=3 : 1) , BfiWfe (1. 97g) 

'H-NMR (CDC1 3 ) 6 1.29 (3H, t), 3.15 (2H, s), 3.80 (2H, d), 4.18 (2H, q), 
5.04 (1H, s), 6.69 (1H, td), 6.83 (1H, dd), 6.91 (1H, t). 

1- {2-^fvV- 5 - [4- (h!) 7/v^-o^f-/v) -3-7D/W 



1, [5. 4. 0] -7-?:/-ri?:/ (18. 8 g) 

3i> (5 0ml) tm\Z. SkftT* T-fe^/UT-fe h ^ (1. 24 g) (Db/U^y 



Zkl\Z2-7*o^-4' - {YV7/Vjrnt1-;V) T± b7*/> (3 3. 1 g) 
<OY;^y (8 0ml) »»**»T-e«TL x <S&fcM^2B#Mflr#Ufc. 

KilU i^ViJ^/^mk^/> — ■ (1:1) -t-gfefrbfcio 

®m\Z4- hvl/at^/U*^. lzKfD^ (2. 4g)lJPit, lOO^T'l. 



o 




(3 0ml) fctt**ftT-C«T-Lfc. KJ&tt«r*<BS* 1 0#Wli*#LfcgU 
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^:^zn^/u=i5 : 1) x ^^-/-^fcSFJWkb-C, Stife (10. 7 
g) 4gftiU#fc, 

S&^87-88 C C ; 'H-NMR (CDC1 3 ) 5 2.48 (3H, s), 2.69 (3H, s), 6.98 (1H, s), 
7.64 (2H, d), 7.75 (2H, d). 

#%#|5 9 



[4-7yV^-n-3- h*^) *9 /—A? (2. 3 5 

g) x 7thyi/7Vk KU ^ (1. 6 1 g) $5«tU«hy^/P*^7^^ (3. 
8 3g) (Dfh7tKn77^ (7 0ml) gf^C4 0%T^*/V^>Bft^ 
fM)h^xy»« (8. 3 0g) SriStiD^fct, -8fej*#L*: 0 SOfc&cD 

fe6 : 1) , Btt® (2. 2 7g) ZmftQlk UT#fc. 

'H-NMR (CDClj) 6 3.53 (3H, s), 3.71 (2H, s), 5.23 (2H, s), 6.91-6.99 (1H, 
m), 7.05-7.18 (2H, m). 

0^6 0 



[4-7yV^-n-3- (p< h*-» 7^^] T-fch-M/V (2. 

2 7 g) . im.itirY\) (2. 3 g) , 7k (8ml) fcit***/-^ (3 
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0ml) <Dm&yo*8 0tx— ftPlfc, »M5:ffiSiL, 

%&&T-®S»$H£KU f^xf/ut2lalftffltfc. &*fc:t$Ui£ 

$>£i^/->^ (4 0ml) fc»J&»U |$| (0. 5ml) Sr*0x. % 8 0tT' 
3:1), g&fe (1. 50g) Sr»tt«5ib-C»fc. 

'H-NMR (CDC1,) 8 1.26 (3H, t), 3.53 (2H, s), 4.15 (2H, q), 5.17 (1H, d), 
6.76 (1H, ddd), 6.94 (1H, dd), 7.01 (1H, dd). 

##«6 1 



5 5 -0#fc ( 2 - 5 h ^=/W) p< * / -^«t •? , 

5 9 1381c LT\ S W*Sr#fc. 

ttWM; 'H-NMR (CDC1,) 5 3.74 (2H, s), 3.80 (3H. s), 6.82 (1H, td), 6.94 
(1H, dd), 7.01 (1H, t). 

##Fd6 2 



(2-7/P^p-5-^ H^rS^x-zlO T-feh=M)/U(l. 9 1g) , * 
M£1-h9 9J* (2. 3g),*(7ml) *5j;t/3i^/-/b (3 0ml) 




F 
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A- (4 0ml) fc**»U (0. 5ml) &1)Qz_, 8 Otr?— #Mfc#Lfc, 

^bT/U^^^A (3. 9g) ©f;Vxy (3 0ml) M-Cl- 
*9 9^<J-Hr- A? (13. 5g) fcjDx., 0. 5 BtfHHfJ* Lfc. ;iiifc±-C#fc 

mm><Dhjv*> (2 0mD timzgmxto*., M^2«#iawi#bfc. rje& 

h^7 7w-{CT*»»lL : g^a:?vV= 3 : 1) % I«J 

* (1. 8 4 g) &@#£LT#fc 0 

j»^85-87*C; 'H-NMR (CDC1,) 5 1.27 (3H, t), 3.61 (2H, d), 4.19 (2H, q), 
5.00 (1H, s), 6.65-6.73 (2H, m), 6.91 (1H, t). 

###16 3 

[3- h^f* h*t-ls) -2->^7ai-/U] 



Ma 

3-kKP^-2-^ TJls£&&Wt£ *> s 5 2 t Rtt£ L 

ttttM; 'H-NMR (CDC1,) 5 1.58 (1H, t), 2.26 (3H, s), 3.49 (3H, s), 4.69 
(2H, d), 5.20 (2H, s), 7.03 (2H, d), 7.14 (1H, dd). 

6 4 



,-^Sj*« >, V^S^COOEt 
Me 

[3- (> h*~>* b* f s) - 2 -^f/>7x^] /w«fc9, £#0i| 
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2 4\Z7frt*mkmmz.VX, {[3-(^^F^) -2 

ttttfe; 1 H-NMR (CDC1 3 ) 5 1.31 (3H, t), 2.27 (3H, s), 3.12 (2H, s), 3.85 

(2H, s), 4.20 (2H, q), 4.80 (1H, s), 6.71 (1H, d), 6.83 (1H, d), 7.00 (1H, 
t). 

##01J 6 5 

[2-1 h*i/-5- (fh7tKn-2H-k*7V-2 — 7i- 



6 0%**ftt h y frA©ijHBl'<7 7-r yffiflMfe (2. 9 8 g) *r^*iH'T 
2^gfe#^, rl«7tKn77^ (3 0ml) r*Ull2-fc Fn^-> 

-5-(fh7tKo-2H-f7V-2 A^vO f/KlO. 
9g) (07h7tKn77y (8 0ml) tK^T^D^ 3 0^« 

Lit* ^tU-a^fc^A (4. 16ml) **?&T*n*.* 6 0t:t?2 0Mflt# ' 

**flsyf'l>ATA'§ = «>A (2. 5g)ro7F7tKc77y(100ml) 
IWl^JcftTtlttfcjl&^Of h7tKn77> (100ml) 
TU Ifit-WLt H«Sr7k^tT, * (2. 5ml) . 1 5%*$ 
(2. 5ml),* (6ml) MiTUT, iA9!l<Z>** 

iJ-y : gHxf^»6 : l*»f>2 : 1) , gftfe (6. 6 4 g) Srttfc** UT 
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'H-NMR (CDCl, ) 8 1.42 (3H, t), 1.53-2.05 (6H, m), 2.49 (1H, t), 3.53-3.64 

(1H, n), 3.87-4.00 (1H, in), 4.04 (2H, q), 4.65 (2H, d), 5.31 (1H, t), 6.78 
(1H. d), 6.91-7.10 (2H, m). 

###|6 6 



^ 9 J -JVS. 13 % 2 4 (C^-t^-fei: ffiHSfc „ { [2-^h 

-5- (fh7t Kn-2H-f7>'-2-'<y^dr^) ^^v?/U] ?\*-} m 

'H-NMR (CDCl,) 5 1.29 (3H, t), 1.40 (3H, t), 3.17 (2H, s), 3.80 
(2H, s), 4.00 (2H, q), 4.19 (2H, q), 4.69 (1H, s), 6.66-6.81 (3H, ni). 

#%#J6 7 



»*t^; 'H-NMR (CDClj) 6 1.25 (3H, t), 2.19 (3H, s), 3.64 (2H, s), 4.16 
(2H, q), 4.85 (1H, s), 6.69 (1H, d), 6.79 (1H, d), 7.02 (1H, t). 




COOEt 




3MI096 8 

[3- h*ris/ h*ci/) - 4- tf-fry J— 
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MOM 



OH 



3 - 1 K n 4 - * f^WHIJ: D , ###J 5 2 t^-f t 

'H-NMR (CDC1,) 6 1.65 (1H, t), 2.24 (3H, s), 3.49,(3H, s), 4.64 
(2H, d), 5.22 (2H, s), 6.91 (1H, dd), 7.06 (1H, s), 7.14 (1H, d). 

###J 6 9. 

[ (3-t K n 3f -y - 4 - f-jwi y ^^-] Rg&^/u 
HO 

^ XOOEt 

[3- h**» ;**/~/Kfc!?, 

2 4^-r^ifetTOtcbT, { [3- -4-;<?vW< 

jfclfcgj; 1 H-NMR (CDC1 3 ) 6 1.29 (3H, t), 2.23 (3H, s), 3.07 (2H, s), 3.75 
(2H, s), 4.18 (2H, q), 4.79 (1H, s), 6.78 (1H, s), 6.80 (1H, d), 7.06 (1H, 
d). 

7 0 

1- (3-> h*is?^-fr) -ffy-l-Jt—ZV 



3-/ l^v^O'XT/Vxfc K (1 3. 1 g) (Orh7t Kn77> (10 0 
m 1 )»2i^7°n f/W^v/r>A7*n $ K®7 h7t Kn77«(7 
2ml) £-7 8t-?igTU S^Sr-5 0 e C-Cl^it#tfco 




Pr-n 
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7^ci7 Y?7 7<<-\iLXttn^X (^f- > : mB^^= 6 : 1) , gift 
* (14. 8g) LTfcfc. 

1 H-NMR (CDC1 3 ) 6 0.93 (3H, t), 1.21-1.53 (2H, m), 1.61-1.83 (2H, m), 1.82 
(1H, d), 3.82 (3H, s), 4.62-4.71 (1H, m), 6.79-6.84 (1H, m), 6.91-6.94 (2H, 
5 m), 7.26 (1H, t). 

#%0J 7 1 

?-*ffi$lS- [1- (3-^ h^i/7*=7V) ^/W] 



/WT^^ (4. 5ml) ©Ifflfcn^/U (3 0ml) *#T, tV^W 

*^8j^nj> K (2. 0ml) ir»TU *<O*£0. 5*HHI#Lfc 0 
ifcJftfcitiiU B»x^TJ«»lfc. #fe*ifcit*©*«Sr»E»*U, »tt 

m*'&tL. roaMfcfe&N, N-^fM/^rn* (ismi) tc&>&>u 
is ^grafc&y *a (3. 7 g ) m-ciii*.,' 5 onx—mmtLtz. gj&m 

7j-\CX$mLX (^W:|»x^=15:l), (4. 4 1 g) 

20 'H-NMR (CDC1,) 5 0.90 (3H, t), 1.17-1.46 (2H, m), 1.89 (2H, q), 2.29 (3H, 
s), 3.80 (3H, s), 4.55 (1H, t), 6.74-6.90 (3H, m), 7.22 (1H, t). 

&nm7 2 




Pr-n 



10 



l- {z-/ Y**s7*-;v) zf?y-i-*—/i> (3. 8 9g) , hV^ 




25 



Me 
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f-JttflfcS- [1- (3-* Y**s7 *-;l>) (1. 8 9g) tf» * 

/-A- (5 0ml) mm^s MBMtl-hVtJ* (0. 3 2g) &£ffl-CJD;L * 

&N, N-^f/V*M7? K (2 0ml) «£>U ya^^lEx^ (1. 

lml) ZmmzXtia*.. 6 0t:T*lB#Mm^tfc o £j£$$r*£§\ 

/u-C 2 Steffi Lfc, **fc*OT*«*«-r^^l>^-e«j!»» ^KSrWEEff 

(^MJ-^ : HfS^/v^ 9 : 1) , Bfttt (1. 6 0 g)-%jHl«#i: UUfc.- 
'H-NMR (CDC1 3 ) 6 0.88 (3H, t), 1.22-1.39 (2H, m), 1.26 (3H, t), 1.73-1.89 
(2H, m), 2.90 (1H, d), 3.00 (1H, d), 3.81 (3H, s), 3.96 (1H, dd), 4.13 (2H, 
dq), 6.76-6.80 (1H, m), 6. 87-6. 90 (2H, m), 7.22 (1H, t). 

#%#J7 3 

{ [1- (3-tKo^^7i^) nry'tim^f-As 



{ [1- o-> h#^7a:^/w) ^} &mw5 

1 H-NMR (CDCI3 ) 6 0.88 (3H, t), 1.21-1.40 (2H, m), 1.26 (3H, t), 
1.75-1.88 (2H, m), 2.91 (1H, d), 3.02 (1H, d), 3.94 (1H, t), 4.13 (2H, q), 
4.90 (1H, s), 6.69-6.75 (1H, m), 6.82 (1H, t), 6.87 (1H, d), 7.18 (1H, t). 

ffl|4-^nB-3- {/ 



2-9 nn-4-^f/l/7i;-^ (5. 1 9 g) <DT h7k ^77^ (5 
Oml) mmz. SfifN-xf/W^ y 7*0 lf/l/7 5 > (8. 3ml) 




Me 
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0. 5P#|ffl8i£#Ufc 0 :iil^no^;Mf/n-r;i/(3. 8g) SrM"C 

±T#fc*^*, N-^n^i/^U' (6. 5g) , 2, 2' 
* Myytoshy/U) (0. 5g) OE^fb^* (3 0ml) 

tt#*&N, N-S^^vMVUATS K (50ml) l£&ri>U ftgWhy^A 
(6. Og) *M-CAD;L 6 0tt-WLt o RSfe=^ 

(^f-^:Sffl|3:^/u=9 : 1*>6>6 : 1) , Btttfe (2. 2 9 g) SrJAttft 

'H-NMR (CDC1,) 5 2.11 (3H, s), 3.53 (3H, s), 5.04 (2H, s), 5.26 (2H, s), 
6.95 (1H, dd), 7.16 (1H, d). 7.35 (1H, d). 

###J7 5 



g^ 4 _^on-3- h*i/) (2. 29g) , 1 ft£ 

zkBfb"*-MJ *-M<&j£ (14ml) % (2 0ml) , xh^fc Kb 

77 V (2 0m 1 ) OjS^#5Sr^ffl-e-|ftjt#Lfco *t«RU 

i»ai^/u-c2iaa«aufc. h y ->y * 

y/v£i§Lfc&, g^fe (1. 9 2g) &ftttftat#fc, 

'H-NMR (CDC1,) 6 1.82 (1H, br t), 3.52 (3H, s), 4.65 (2H, d), 5.26 (2H, 
s), 6.95 (1H, tdd), 7.18 (1H, d), 7.34 (1H, d). 




WO 2004/022551 



PCT/JP2003/011308 



169 



##0)J7 6 
[ (4-?na-3-t Kndf-t 



CI 



HO 



COOEt 



[4-:? pp- 3- N^rv/p< b^) 7*=*"] ^/-^<fc»9, 
2 4^t^tlfilcLt, { [ 4 -^nn-3- ^ 

'H-NMR (CDC1,) 5 1.29 (3H, t), 3.06 (2H, s), 3.76 (2H, s), 4.18 
(2H, q), 5.53 (1H, s), 6.85 (1H, dd), 7.01 (1H, d), 7.25 (1H, d). 

7 7 
Me 



3, 5-^^731/—^ (10. 1 g) OtfU^ (50ml) 
«T^kT-lr^ (7. 8g) £JP;U MU-rj-mmWVito fcJ&m&*K 

ilL (^f-V :^^/W=6 : 1) , 

±-C#fcW#l, N-7'o^^VW$K (14. 8g) , 2, 2' -7^ 
If* Wy/fo^h^H (0. 3g) OE^b^ (50ml) 1 B# 

<£>?fc#^£N, N-^f/^A7? K (5 0ml) fc»J&»U »BW" h V V 
A (13. 6g) ^S-CiJD^ 6 0t:T*6B#TO#tfc o £«£7k&#\ it 
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KLT (^D-y :fm^^=6 : 1jH>3 : 1) % (9. 8 7 g) £ 

'H-NMR (CDC1 3 ) 5 2.10 (3H, s), 2.29 (3H, s), 2.36 (3H, s), 5.05 (2H, s), 
6.86 (1H, s), 6.88 (1H, d), 7.02 (1H, d). 



g£g&3- (Tir^**^) (9. 87g) 

/V (2 0ml) iff7tKn77V (3 0ml) |£»j&»U 0. 5^7kKffc 
-7"hy!7A^^ (8 9ml) «r*»T"CltTU, 1 #ra«#Ufc. 5 

±t#fcWOf h7k Kn77^ (50ml) Jgfifcfc, tJc^T-CN-oi^ 
/Vv^f y^nfcVKT^ (4. 4 m 1) £flD*L. 0. 5B#WMfc#Lfco ZtllZ* 
oo^ fvV* fyl^-7Vt' ( 1 . 9 m 1 ) £ 0 ICT-ADX., 6 0 < CT?— Lfc„ 

-c#fc*M*#K i su&www- h y t^imm (40mi) , ^;-;M3o 

ml), 7h7fcKn77y (3 0ml) ©ft^*MT?-l!JMX#US: 0 
aTF^ 7 7^H:tftSU (^**^ : 3 : 1*^2 : l) , 

aw#i (2. 1 1 g ) zm#®t\^xmz.. 

'H-NMR (CDC1,) 5 1.64 (1H, t),'2.33 (3H, s), 3.47 (3H, s), 4.63 (2H, d), 
5.16 (2H, s), 6.78 (1H, s), 6.83 (1H, s), 6.84 (1H, s). 
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7 9 
Me 



- ^ ^ ^COOEt 
HO ^ — ^ 

[3- h**» -S-^^^/v] ^/-/WJ;'), 

5 2 4^1-^&<i:lll^LT, { [3- 0» 

'H-NMR (CDC1 3 ) 6 1.29 (3H, t), 2.29 (3H, s), 3.09 (2H, s), 3.73 
(2H, s), 4.18 (2H, q), 4.79 (1H, s), 6.55 (1H, s). 6.62 (1H, s), 6.71 (1H, 
10 s). 

##0!I8 0 

(3-t Kd lei/- 5-? BK*^^ 
Me 



, , ^ - XOOEt 
HO ^ 

15 [3- (p< h^rv^ JfiS—A'&.Vs 

.5 9K*-r*feiFI«5tLT, [3- O* MPSO* h'frS') ) -5->^V7 

ftUftlfir. 1 H-NMR (CDC.I3) 5 1.26 (3H, t), 2.28 (3H, s), 3.51 (2H, s), 4.15 
20 (2H, q), 4.88 (1H, s), 6.55-6.58 (2H, m), 6.65 (1H, s). 



##0>J8 1 

(2E) -3- [2-^^-5- (3-/ Y*i/73L~M -3-7«;/l/] T 
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COOEt 



#%#J6 (13) [2-^/V-5- (3->h^7x;;V) -3- 

7VM **/-;V£<0 y $5%W 7 t^f^fetW LT, 2-3:^-5- 
(3-^ y5r^7^=->V) -3-7Wfthm £>fvl##0l|8 

W^J; 'H-NMR (CDC1 3 ) 5 1.32 (3H, t), 1.33 (3H, t), 2.84 (2H, q), 3.86 
(3Hs), 4.25 (2H, q), 6.13 (1H, d), 6.73 (1H, s), 6.83 (1H. ddd), 7.18-7.35 
(3H, m), 7.58 (1H, d). 

10 ##M8 2 

3- [2-^/>-5- (3-p« Y*i/7^-/\<) -3-7D/P] T'ofiyl 



(2E) -3- [2-^^-5- (3-^ h^rv'7*=./W) -3-7!)/l/| 
15 T9 ]) Mk^A^i. <0 , 9 fc**-;frifcfc fflftlc LT, 1 «J*£#fc. 

tfltk%); 'H-NMR (CDClj ) 5 1.25 (3H, t), 1.25 (3H, t), 2.49-2.75 (6H, m), 
3.85 (3H, s), 4.14 (2H, q), 6.46 (1H, s), 6.76 (1H, ddd). 7.14-7.30 (3H, 
m). 

20 #%^8 3 

3- [2-^^/W-5- (3-^ h^r^7i=/U) -3-7!)yV] 7"d/^-i 





WO 2004/022551 



PCT7JP2003/011308 



173 



3- [2-^/1—5- (3-^ h*i/7*-/V) -3-7!) /nftV 

'H-NMR (CDClj ) 5 1.26 (3H, t), 1.75-1.89 (2H, m), 2.47 (2H, t), 
2.65 (2H, q), 3.69 (2H, q), 3.85 (3H, s), 6.48 (1H, s), 6.73-6.79 (1H, m), 
7.15-7.30 (3H, m). 

1- [3- U h**>* h**» 7*=-*] ^ S—JV 



3- U h*i/J K (13. 3g) ©ff7tKn7 

7 V (10 0ml) ^{£im^7VW7"*^£A:/nS: KOT^fc Kd7 
7>U (12 0ml) ^-yStT^TU ra^-78tt'l^i#L 

6 : 1j5^2 : 1) % @ lft4fc (1 1. 4 g) l/T#fc e 

'H-NMR (CDC1 3 ) 6 1.49 (3H, d), 1.79 (1H, d), 3.49 (3H, s), 4.82-4.93 (1H, 

m), 5.19 (2H, s), 6.92-7.06 (3H, m), 7.27 (1H, t). 

###J8 5 

^*si#s- {1- [3- h^y) 7*-*} ^/V) 



Me 

1- [3- h*cis* h*'» 7x=;l/] ^?;-;u£<0, #%0»J7 1^ 
'H-NMR (CDClj ) 5 1.64 (3H, d), 2.30 (3H, s), 3.48 (3H, s), 4.71 




Me 
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(1H, q), 5.17 (2H. s), 6.90-7.00 (3H, m), 7.23 (1H, t). 
##0J8 6 

2- ( {1- [3- (> h**s) 7x=/l/] zr^/W 



f^SSlS- {1- [3- 7x-;V] «fc 9 % # 

#M2 7l:^ffi^i(cU> Btt**#fc D 

'H-NMR (CDClj ) 6 1.20 (3H, t), 1.40 (3H, s), 1.52 (3H, s), 1.53 
(3H, d), 3.48 (3H, s), 3.96 (1H, q), 3.97 (1H, q), 4.09 (1H, q), 5.17 (2H, 
s), 6.88 (1H, ddd), 6.97 (1H, d), 6.99 (1H, s), 7.20 (1H, t). 

##01J 8 7 

2- { [1- (3-tKn^V7x-/l/) a^/V] -2->f^ntft 



2- ( {1- [3- Y**st h*^) 7 s =;l/] ^f-flA ^isr) -2-* 
Wo V*>m^JV± 9 % #^ 2 8 l^-f^fei mtastc lt, I 

'H-NMR (CDClj) 5 1.19 (3H, t), 1.40 (3H, s), 1.51 (3H, d), 1.52 
(3H, s). 3.92 (1H, q), 3.93 (1H, q), 4.06 (1H, q), 4.90 (1H, s), 6.67 (1H, 
ddd), 6.82 (1H, t), 6.87 (1H, d). 7.14 (1H, t). 





Me Me 



###18 8 

2- [3- U h*'» 7i=/U] 7*n^r:h!J^ 
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1 - [3- h=*">» 7i=^] (1. 5 9g) , Tt 

h^T^t V (1. 1 g) mX^hVzff-J^^y^y (3. 3ml) C 
7f7tKo77V (70ml) 1 , 1' - {TWU^X^V) i?t's< 

5 ^v?y(3. 3g) *mUX-mZ.tz.^ -8ftJf#Lfc, £«tf>&$£$&£Sife 

D^h^77^-{CT»^L (->^rty:Ki|xf/V=15 : l*»fe6 : 1) , 
Btm {0. 8 8g) Srtt^itT#fcc 
10 'H-NMR (CDClj) 5 1.64 (3H, d), 3.49 (3H, s), 3.87 (1H, q), 5.19 

(2H, s), 6.99-7.02 (3H, m), 7.30 (lH, t). 

##0>J 8 9 

2 - ( 3 - fc Kd ^ri/7ai=/V) -fxx 



2- [3- (p* h*^) 7i=^] yntf^hy^J;!?, ##0!|6 

ttft4fe; 'H-NMR (CDC1 3 ) 5 1.21 (3H, t), 1.47 (3H, d), 3.65 (1H, q), 4.06-4.38 
(2H, m), 4.88 (1H, s), 6.72 (1H, ddd), 6.79 (1H, dd), 6.85 (1H, d), 7.17 



##0»J.9 0 



15 




20 



(1H, t). 
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F 




O^-COOEt 



2-:7/M-n-4-^ y*i/y^;— /v (5. 2 9g) t 2-^0^-2-^ 

^/W^ci etV»xf/V (8. 7g) tf>N, N-^f;^/^7 5 K (3 0 m 
1) m&fcfcmXVVA (10. 3g) SrJOit, 9 0tr?-l!fcft#L7c, TO»f 

7>(-\£Tft2tLX C^***' : l»:«:*v>U== 1 5 : 1) % gftft(5. 8 6 g) 

1 H-NMR (CDC1,) 5 1.31 (3H, t), 1.53 (6H, s), 3.75 (3H, s), 4.24 (2H, q), 
6.54 (1H, ddd), 6.63 (1H, dd), 6.98 (1H, t). 

#%#|9 1 

2- (2-77P;tn-4-fc Kp*V7x;*J/) - 2 f/U7*n If ^ffcc 



2- (2-7/V^-n-4-^ hdr->7i/^-» b'tV^x 

tifttt: 'H-NMR (CDClj) 5 1.31 (3H, t), 1.52 (6H, d), 4.24 (2H, q), 4.89 
(1H, s), 6.46 (1H, ddd), 6.58 (1H, dd), 6.92 (1H, t). 

##0D9 2 

2- { [3- U h*vO< h^i/) ^OV/ls] ***s) 
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MOM., 



^O^COOEt 
Me Me 



3- (p< h*ris) ^y^/PT/V^- /V (8. 26g) , h!)xf/l/7 

5V (1 0. 6ml) ©asgfctfvv- (1 00ml) jgfftfc, tK^T, 
*ym?uV K (7. Og) ©SBK^^ (3 0ml) Sifc&iRTU ^w^* 
0. 5B#f^lt#Lfc. ££fcitlR*MaiU @^7^T'?5fc# Lfc e ft 
U fa»£ftfc. 

2 - 1 Hn *W yg&K^TVl' (13. 4g) ©7" h 7 1 Kn 77 >- (100 

m i ) jsfcfc, m-c 6 o %*miti- h v *?j»<Dmw}'<7 ? 4 vmm ( 4 . 1 

g) StfO*., 1 5£|HMf#Lfc. rillC±«ift^©f h7t 

0ml) »«**»T?AP*., 6 5^C-C3BW«^Lfc. KJS$£7Mc&#\ tfrgg 

L (^H-V : lWkE*A«s 1 5 : 1) , B#J& (5. 5 5g) »feiU 

'H-NMR (CDC1 3 ) 5 1.31 (3H, t), 1.51 (6H, s), 3.48 (3H. s), 4.22 (2H, q), 
4.44 (2H, s), 5.18 (2H, s), 6.92-6.97 (1H, m), 7.02-7.08 (2H, 111), 7.25 (1H. 
t). 

9 3 

2- [ (3-b Kn^r^y^) WVfxf;|, 



2- { [3- H3rv^ h^riX) ^SUO ^v'} -2-^^/V7°d t°^- 

fflftfe; 'H-NMR (CDC1,) 6 1.30 (3H, t), 1.51 (6H, s), 4.22 (2H, q), 4.43 
(2H. s), 4.86 (1H, s), 6.71-6.76 (1H, m), 6.90-6.93 (2H, m), 7.19 (1H, t). 
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2- [ (r-tf-fr***/) -5 - [4- (MJ7/^n>^u) 7! = 



2-^^-5- [4- (Fy7/Vtn>f;V) 7x^;U] -3-7o^f/U 
(13. 5 3g) Mxf/^i (300ml) (£2, 2' My 
^nh^hy/W) (0. 3 9g) > N-7'D^7i/Wn*(8. 4 8g) 

»6>ttfc»^*SrN, N-^f/V*/VA7U* (10 0ml) gfc 

■w-hy !7A (7. 8 1 g) &&x-®m¥\^it> ft^xf 

Wl^)\s= 5 : lft»&2 : 1) -CflifM B#J& (12. 4 7 g) LT 

iS1^60-6lX:; 'H-NMR (CDC1,) 5 2.14 (3H, s), 3.89 (3H, s), 5.46 (2H, s), 
7.08 (1H, s), 7.66 (2H, d), 7.78 (2H, d). 

##0»l9 5 

2- (ih^^f/l') -5 - [4- (hV7fr*v*3-/U) -3- 



/w] -3-70^^ (5. Og) l:fF7tKn77y (60ml) i:^* 
J -/K6 0 m 1 ) ©»£JBfcfc8*£li\ 1 a3&7KSMk^- h V * A ( 3 2 m 1 ) 
fcfll*., SSlT?-it!l»Lt £ 1 h y !7-k (20ml) Sril 





2- [ (TH^l***^) -5- [4- (h!)7/^D^f;V) 7^=. 



WO 2004/022551 



PCT/JP2003/011308 



179 



#$>£#fc 0 #bnfcft^?rN, N-iO^/Mvl'AT^ K (5 0ml) \m 
m^.^iti- hV VJ* (1. 7 6g) , 3$ikiL?-j\, (4. 6 8ml) 
^T-CJbDx. 3NFF*m#Lfc 0 l^fi^^D^L, as^*"?***, %*£jf 

mmz^vijy^y&fvTbyyyj- (^t^:^f^=io : 1 

frb5 : 1) ilttfe (3. 6 5 g) LT^C,, 

'H-NMR (CDClj) 5 1.26 (3H, t), 1.39 (3H, t), 3.63 (2H, q), 4.34 (2H, q), 

4.85 (2H, s), 7.04 (1H, s), 7.64 (2H, d), 7.78 (2H, d). 

|Mf#|9 6 

{2- {^Y**s*?-;v) -5- [4- (h^/^o^f/i') 71-^] -3 



###J 9 5 Xmtc 2 - (a: h / ^/U) - 5 - [ 4 - ( h V V fr* n * fvW) 

§4^103-105^ H-NMR (CDC1,) 5 1.26 (3H, dt), 3.60 (2H, dq), 4.57 (2H, 
s), 4.59 (2H, s), 6.77 (1H, s), 7.60 (2H, d), 7.73 (2H, d). 

#%0J9 7 

2- (4-tKo^i/-2-^fM>i?/V) Zf^^m^^ 



2- (Sfcc h*ci/fcXfc])A') T^^ol^/W (6. 3ml) Wxh^tKo? 
7^ (5 0ml) mt\Z. *#T, 6 0%7K^b^ h V ^A©»a"77^ ^ 
(1. 3 3g) ^rADx., 3 0^PLfc. ^h,tc4- (^vvM"* >-) - 





WO 2004/022551 



PCT/JP2003/011308 



2- >f/^y^7/^kK (5. 0g) ©fh7kF'n77V (3 0ml) 

^jEg*ufc„ ftbtntm&mz^f /-a> (somi) Kmrnzt, ms® 

*Sra*TWILfc*, lo%/<?^A-«* (1. Og) fcj&Dx., 

Ka:^=lO : I3fl*fe2 : 1) , iftfe (4. 7 9 g) Srift^i Lt#fc„ 
l H-NMR (CX1 3 ) 8 0.91 (3H, t), 1.19 (3H, t), 1.48-1.75 (2H. m), 2.25 (3H, 
s), 2.47-2.72 (2H, m), 2.84 (1H. dd), 4.07 (2H, q), 4.83-5.05 (1H, br), 
6.52-6.62 (2H, m) f 6.94 (1H, d). 

##0«9 7 (1) ~##0d9 7 (2) 
&%M9 7 (1) 

3- (4-t KD^-2-^f/V73i=;i/) -2->fyV7'pft^if/P 



fattfc) ; 'H-NMR (CDC1,) 5 1. 16 (3H, d), 1. 19 (3H, t), 2. 25 (3H. s). 2. 53-2. 72 
(2H, o), 2.90-2.99 (1H, m), 4.19 (2H, q), 5.25 (1H, s), 6.54-6.63 (2H, m), 
6.94 (1H, d). 




#3f0ij9 7 (2) 

3- (4-tKD^->-2-^f;l/7i=;l/) - 2 -p< h n f^gfc^ 
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«#5;'H-NMR (CDCI3 ) 5 1.32 (3H, t), 2.28 (3H, s), 2. 95 (2H, d), 3.32 
(3H, s), 3.86-3.93 (1H, m), 4.18 (2H, q), 5.10 (1H, s), 6.56-6.64 (2H, m), 
7.00 (1H, dd). 

2- [ (4-n^>7x=;V) -2-/ f/U/n tftf^ifcn^vu 



4-t h^r^y^y^-^ (3. 7ml) ON, N-^fM;Vi.7U' 
mid 0 0ml) \Z.6Mt*V *-\(5. 1 g) , 2-^n*/fyB»xf/U(5. 

9 6 g) *ijo*., 5 o'c-v-m. m&vtco SMfrSL »»3=.^/v-e*IR» ^rmfp 

^jtSrv^j;^^/^7A^n-7 (^fify : SBR*^= 3 0 : 1 

a»p>5 : 1) -o»«u sft^ (7. 1 lg) u-cwfc. 

1 H-NMR (CDClj) 5 1.22 (3H, t), 1.45 (6H, s), 3.80 (3H, s), 4.10 (2H, q), 
6.84 (2H, d), 7.38 (2H, d). 

#%0ij9 9 

2- [ (4-tKo^7i=/V) f-*] -2-^;^nt^|if;V 



tt{bT/V$=^A (0. 8 8g) fch/l^V (5ml) *9 9^ 

(3. 5ml) fc«TU *T?«#Lfc. ^©t, 2- [ (4 

h*i/7x=;v) f-*-] -2-^f/l'7'nk , tyix^ (7. 06g) © 
h/Wi>^ (5m 1 ) £JD;L> gfi-C3B#^^Lfe e KfSft'&ifctaJcfcftl*., 
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ftc?7V=2 0 : ia»P>5 : 1) , SfetSJlSfi V :/d fcVi^ 
-x^) T-flSfSSU i Wtl (6. 2 3g) Sr»iiLt#fc. 

Bt^68-69*C ; 'H-NMR (CDC1 3 ) 5 1.26 (3H, t), 1.47 (6H, s), 4.14 (2H, q), 
6.17 (1H, s), 6.68 (2H, d), 7.29 (2H, d). 

10 0 

3- h*i/-l — — f/W) 7"n t'^-ygfai^ 

3- (5-^hdrv^-2, 7*d f 



(E) -3- (5-^ h^rV-l-^<>'i/77^-2->r^) -2-7 b p^^K 

(o. 8 1 g) <ovm=.7/wm domi) majrauftT-ci o%/<? 

W^-mm (0. 2 0g) £2)0 x., **#BMCT, iffl-ClUffl^Lfc. ft 

7A^07b/77^- (^f-^ : ft&ai<7VV= 3 0 : 1£>P>5 : 1) 

U 3- (5-> h^>-l-'<y/77y-2-^/V) 7nwy^f^i 

3- (5-p< h*->-2, 3-7tKo-l-'<y/77y-2-{^) ^Dt' 

a-^ifcc^ (o. sog) o»^*s:tttt«jtur#fc. 

1 H-NMR (CDC1 3 ) 5 1. 25, 1. 26 (3H, t) , 1. 98-2. 09 (0. 86H, m) , 2. 47-2. 55 (0. 86H, 
m), 2.69-2.90 (1.58H, m), 3.08 (1. 14H, t), 3.28 (0.42H, ddd), 3.74 (1.26H, 
s), 3.82 (1.74H, s), 4.09-4.21 (2H, m), 4.70-4.85 (0. 42H, m), 6.35 (0. 58H. 
d), 6.63-6.64 (0. 86H, m), 6.73-6.74 (0.42H, m), 6.80 (0. 58H, dd), 6.94 (0. 58H, 
d), 7.27 (0.58H, d). 





1 0 1 

3- (5-kKn#v'-l-^/77>-2 — f AO :/n f^gfc^A 
3- (5-fc 3— 7tKD-l-/<yj/75y-2 — (A) 7°n 
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HO 




HO 



CQ 2 Et 



+ 



C0 2 Et 



mtT^^-VJ* (0. 8 8g) $rh7V^V (5ml) *9 * 

(3. 5ml) &»TU $-fcfcS*T!«#Lfc. 3- (5- 

> h^-l-^'/7?y-2-^) ^ntT^Vgfcn^vl/fc 3- (5-^h 
3-i/k Kn-l-^y/77^-2— f/V) ^nW/Rif/VO 
tt&ft (0. 8 0 g) <D (5ml) fctaiL'M-C 3 Lfc. 

(^fy:|»xf/V=3 0 : lfrb2 : l)'"C»tlU 3- (5- 
t Kn^-l-^/77V-2-^/V) T'ntftytif^i 3- (5-fc 
3-^tKn-l-^77>-2-^;V) 7*a^ySif 
/K&fi£4fe (0. 5 6g) &foft®bLXntc 0 'H-NMR (CDC1 3 ) 5 1.25, 1.26 
(3H, t), 1.97-2.08 (0.84H, m), 2.47-2.55 (0.84H, m), 2.70-2.85 (1. 56H, m), 
3.07 (1. 16H, t), 3.24 (0.42H, dd), 4.07-4.21 (2H, m). 4.69-4.83 (0.42H, 
m), 4.97 (0.42H, s), 5.23 (0. 58H, s), 6.30 (0. 58H, d), 6.57 (0.86H, s), 
6.65-6.67 (0.42H, m), 6.72 (0.58H, dd). 6.88 (0. 58H, d), 7.22 (0. 58H, d). 

#%0>J 10 2 

1 -^77^-2-^/1') ftffeacfyl, 



(5-/ h*^- 1 -^>/7 7>-2-^/W) m?;-* (2. 4 0 g) Of 
h7t Kn77^(l 0 0ml) ICT-fe h>">7^fc K!Jy(1.85ml), 
h V ^f^ft*? 4 y (6. 71ml) , 1, 1* - S?b? 
myitis (2 6. 8 0 g) £J®tdJ[];i> Ot-C2 8#f B l £ia-C2P#|JWl#Lfc 0 
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li^lO : 1) , iWKfc&ftfc. #f>tifc«^^^/-/u (1 Oml) \Z 
8«jE©*«Mk^hy (1 Oml) SriO^-C-ttiP«Bli!tt 

LTa£jGjfc^£#fc. iji*:**/-* (10ml) 

(o. imi) &in*„ -wtotmmLtc. mm. mt^*-* 

7^- Wy:^f^=2 0 : l*»fe5 : 1) T?t»«U BW* (0. 
4 6g) *tt:Rfc£UO»fc. 

'H-NMR (CDC1,) 5 1.28 (3H, t), 3.79 (2H, s), 3.82 (3H, s), 4.20 (2H, q), 
6.55-6.56 (1H, m). 6.83 (1H, dd), 6.97 (1H, d), 7.31 (1H, dd). 

10 3 

(5-t Kp=¥^- 1 -^/77y-2-^/W) g^|gi^/u 



*S<kT/U^=l>A (0. 5 3 g) Srh/Wa^ (4ml) 

*-A> (1. 6 5ml) «r*TU *-C*5*-C!Wfbfc. *©f|, (5-* 
h^>-l-^y/77y-2-^/V) ftH^i^O (0. 3 7g) 0>YJU=.ls 
mm (4ml) £Jjo*:, fcft-CSlMOflHtLfc. RJS«^«K:7k«r*lx., 1*16= 

^=20:1^5:1) T?«|!lU ifttt (0. 2 9 g) LT#fc 0 
'H-NMR (CDC1,) 5 1.28 (3H, t), 3.78 (2H, s), 4.21 (2H, q), 5.10 (1H, s), 
6.48 (1H, d), 6.73 (1H, dd), 6.88 (1H, d), 7.24 (1H, d). 
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104 



2-t Ko^>-4-^ h^f^yXT^rt K (1 0. Og) fcrh^tKo 
77> (200ml) imT-CXy&f (39ml) % 

^X/V&ym&frV!) (12. 2ml) *r0^*Dx., SaiHWiWLft. 

Wy:^f/V=2 0 : 1 5 : l) "CttftU g 
ft« (13. 0 7g) ^ft^atifc. 

'H-NMR (CDClj) 8 3.92 (3H, s), 6.87 (1H, d), 7.03 (1H, dd), 7.94 (1H, 
d), 10.12 (1H, s). 

#%#J 10 5 

(E) -3- { [ ihV7fr*n*'?jV) * 



i?3L<?-/UftX7fr/&&t3L3-/U (6. lml)©rl>7t Kn77V (10 0ml) 

®m\z. *&t, 6 o %jkmt-r h v vj*<Dmw>'<7 y << >mmm (2. 2 g ) 

Y^ri/y^^jv (10. 0 g) ©7 h?fc h'o77^i (5 
0ml) fcflU*., 0 < C-?2B#fHig#Lfc 0 Elfcfcfc 1 fcJBffl&fcAO*.* 

&&&«EE@£ Lfc. « 5/ y * ^/w^ 7A^-7^77^- 
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-CKTHtSSlL (^ty : ftiif/V=2 0 : 1 frb 1 0 : 1) , (9. 
0 7 g) ZmWtotLT'&tio 

'H-NMR (CDC1,) 5 1.33 (3H, t), 3.86 (3H, s), 4.27 (2H, q), 6.38 (1H, d), 
6.86 (1H, d), 6.95 (1H, dd), 7.63 (1H, d), 7.80 (1H, d). 

1 0 6 

(E) -3- (2-7!i/l'-4-^h^>'7i^) -2-Zfa^&3L=f/U 



(E) -3- (4-/ b*i/-2- { [ (M)7/l/tP^f/W) */U*=,l/) 
y^-;V) (8. 9 2g) <DN, N-i^?vU* 

/VJ*T 5 K$tt (10 0ml) (C^3!I#H»T-CT JJ /V h y Zf^iV^s ( 9 . 2 
ml) tfh7^ (h>) 7x=yV7j>^.7^y) Xr^A (1. 4 6g) Sr^Q 

^T8o c c-e*i«06^ufe o g^xf/u-ew, mmM*s its mum*. 

= 30:1H20:1H10:1), SlH}^ (5. 8 4g) SrtttttttUT 

1 H-NMR (CDC1,) 5 1.32 (3H, t), 3.50 (2H, d), 3.81 (3H, s), 4.24 (2H, q), 
4.98-5.11 (2H, m). 5.87-6.00 (1H, m), 6. 25 (1H, d), 6.73-6.79 (2H, m), 7.55 
(1H, d), 7.91 (1H. d). 

10 7 

3- (4-^ h=Sr->-2-7'Dt>7xa/V) 7*ia t^i'ttacfvW 



(E)-3-(2-7!J /V- 4 - ^ h ^->7x=;U) - 2 -:7°n ^Vgte^vW 5 . 
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2 3 g ) (omm^/mm (somii \cio%^v^^^-^m a. o g > 

^=3 0 : l^t>5: 1) , Btf}%0 (5. 3 5 g) ITifc, 'H-NMR 

5 (CDC1,) 8 0.98 (3H, t), 1.25 (3H, t), 1.57-1.65 (2H, m), 2.51-2.58 (4H, 

m), 2.86-2.91 (2H, m), 3. 77 (3H, m), 4.13 (2H, q), 6.65-6.70 (2H, m), 7.04 
(1H, d). 

» 

10 8 

io 3- (4 - 1 Ko^ 'V- 2-/a f;i'7x=;v) /nfc'ty^xf/i/ 



mtTJ\s^-t?l» (4. 0 2g) ZY^^s (3 0ml) {Cj@l$S£-e\ OrtZ^ 
(13ml) £$TU i^-KlftS ST'jf^Lfc. t<D'&, 3- (4- 
* h-**/-2-Zfu\f/V7*^;\,) 7*n tf^g^fvU (3. 0 2 g) ©h/Wx 

is (i omi) ^m.x3mmm.wvtz 0 5.jtM&mK*zixiz., m 

^=2 0 : 1^P>2 : 1) TitSSlU (2. 5 2 g) Sr^»i:UT 

20 'H-NMR (CDClj) 5 0.97 (3H, t), 1.24 (3H, t), 1.52-1.65 (2H, m), 2.50-2.56 
(4H, in), 2.85-2.90 (2H, m), 4.13 (2H, q), 6.59 (1H, dd), 6.63 (1H, d), 6.97 
(1H, d). 




25 



#%#J 1 0 9 

2- (2-^no-4-^F^7xy^» 



- 2 \?irV%.^=f-)\> 
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a 



MeO 



X.O^CO 2 Et 



4->F^-2-^dd7i;-^ (2. Og) <DH, N-^^fM/I/A7 
(10ml) (C, 2--fvJ^yUm^^ (2. Oml) £}J0;t % * 

0%*^^ h » ^^(Dm^yy^ymmm (0. 6 6 g ) tr^x., 



3vv=5 : 1) -CltMU (1. 0 1 g) ZtiiWtokLX&ito 

■H-NMR (CDC1 3 ) 5 1.31 (3H, t), 1.56 (6H, s), 3.76 (3H, s), 4.26 (2H, q), 

6.68. (1H, dd), 6.92 (1H, d), 6.95 (1H, d). 

2- (2-^nn-4-t Ko^f->7x/^i/) - 2 f/Vfu tr^fcjEf- 



##03 1 0 9 2 - (2-^nn-4-^ hdr^7iy^->-) -2-^^> 

tt^; 'H-NMR (CDC1 3 ) 5 1.30 (3H, t), 1.56 (6H, s), 4.26 (2H, q), 4.84 
(1H, s), 6.61 (1H, dd), 6.88 (1H, d), 6.90 (1H, d). 

111 



Sire-*, istco 6 0 h y t> j»<DmW}s< 77^ ( 0 . 



a 
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[4-7/^p-3- h^->^ h=^» 7x^/1/] J— A* (5. 2 8 g) 
©I&feai^yVigJft (6 0ml) IC, 7K?nT"C, HJx^7$y (4. 8m 1 ) N 
^^y^^D7^K (2. 31ml) &»TU 3 0#jf#Lfc o TO 

°f-jV*,\,JxT%Y (10 0ml) teSWHS*, ^*Bttl*y^A (3. 90g) 

?F^77-f- (-^r^> : S^fxf;U=i O : 1^5 : 1) TflfSKU 1W 
to (5. 6 0g) L-Cttfc. 

'H-NMR (CDC1 3 ) 5 2.34 (3H, s), 3.52 (3H, s), 4.05 (2H, s), 5.19 (2H, s), 
6.85-7.04 (2H, m), 7.12 (1H, dd). 



112 

2- { [4-7/M-n-3- 'O'-^/V] 3-Hr) 



MOMO^^ S ^ C ° 2Et 

=-fiy?-*WtS- 14-7 A^sto- 3- (/ h*is* ^^/V] (2. 

5 0g) <0:r*/--/u»tt (2 0ml) 1 ««**fk^ M * A (11ml) 

#fc 0 d*l£N, N-^f/V*^A7^ K (3 0ml) \£fflfi£-£* V 
<7A (2. 1 1 g) % 2-^P*^yM|at^/U (1. 8 0ml) M 
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^h^77^- (^^-9-^:^31^=3 0 :1H10:1) T?»*U 1 
mm (1 . 9 5 g) frttttto* LtHfe, 

"H-NMR (CDCIj) 5 1.27 (3H, t), 1.52 (6H, s), 3.51 (3H, s), 3.78 (2H, s), 
4.13 (2H, q), 5.20 (2H, s), 6.86-7.04 (2H, m), 7.12 (1H, dd). 

#%0»J 113 

2- [ (4 - - 3 - 1 Ko ^r^y^U) ^] - 2 -jrf^UT'P tf;*- 



2- { [4-7/W^-n-3- h^riX^ h^^) *<l^/u] ^ir) -2-*^ 
^ZfuVXlsWi^/V (1. 0 g) (10ml) fCgttK (0. 

5mD srflo*., so-ecc-ciRmamt^. to^^-c^^, & 

fc. #^7VV;& 7 i^o-r Yfyyj- (^^^ -.mSt^^= 1 0 : 

1^P>2 : 1) -C*t»U (0. 8 6g) £ifctt#>tL-C#fc 0 

'H-NMR (CDC1,) 5 1.27 (3H, t), 1.53 (6H, s), 3.75 (2H, s), 4.13 (2H, q), 
5.25 (1H, br), 6.74-6.79 (1H, m), 6.93-7.00 (2H, m). 

114 

* S - ( 2 - 7>\>*n - 5 - / Y * S^i^/u) 



##0i5 5-C#fc (2-7/M-D-5-;* h+^7i=/V) ;**/->^J;«3 x 
##« 1 1 1 £ ^tUtC LT> B #)®*'&tu 

; 1 H-NMR (CXI j ) 6 2. 35 (3H, s) , 3. 76 (3H, s) , 4. 11 (2H, s) , 6. 68-6. 76 
(1H, m), 6.85-6.98 (2H, m). 
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1 1 5 

2- [ (2-7**a-5-t l^v/'Ovvv) f-fl -2- t^^n^Hr^ 



##0!l 1 1 4 Ti§7c ^ * S- (2-7/W^-P-5-^h * *y<> V/V) 

i I? , ii2 ^-r^fei: ux, g mm^nt^o 

fbVtfy) ; 1 H-NMR (CDClj) 5 1. 27 (3H, t), 1.55 (6H, s), 3.76 (3H, s), 3.84 
(2H, s), 4.11 (2H, q), 6.67-6.77 (1H, m), 6.85 (1H, dd), 6.92 (1H, t). 

116 

2- [ (2-7/v^-n-5-fc Kn^s/^y^/u) *5-0r\ -2- /f^Ptt 



##0U 1 5 T*#fc 2 - [ (2-7/M-n-5-p< h^i^i^/V) ^3 -2 

- ^ wo t-*>m^fr£ ■? , i o 8 KTF-rjjm t mmz u-c, a & 

tttttto; 1 H-NMR (CDC1 3 ) 6 1.25 (3H, t), 1.55 (6H, s), 3.81 (2H, s), 4.10 
(2H, q), 5.40 (1H, s), 6.64-6.69 (1H, m), 6.80-6.93 (2H, m). 

1 1 7 






F 
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»^59-60TC ; 'H-NMR (CDC1 3 ) 5 1.87 (1H, t), 3.88 (3H, s), 4.75 (2H, d), 
6.88-7.09 (3H, m). 

118 



1 1 1 \z?jk-r^t mmz u-c, g mm^m^o 

toftm ; 1 H-NMR (CDC1, ) 8 2. 38 (3H, s) , 3. 86 (3H, s) , 4. 16 (2H, d) , 6. 82-7. 01 
(3H, m). 

119 



1 1 8 -Qmz.^? v^-®?s - ( 2 - 3 h ♦fo^/u) 

X V s #%0»J 1 1 2 K^T^fe* L-C, g ttfe£#*: 0 

»Wb;* H-NMR (CDCI3) a 1.28 (3H, t), 1.55 (6H, s), 3.86 (2H, s), 3.88 



&nm 1 2 o 

2- [ (2-7/l/tn-3-tKn*<>'<y^) -2-^9vU7*n f;*- 




F 




(3H, s), 4.14 (2H, q), 6.81-7.02 (3H, m). 
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HO' 




.SsX0 2 Et 



F 



-^wo t-^-^oi^/uj; 5 , i o 8 tcm-jmt mmz lt % gft 

jMftfe ; 'H-NMR (CDC1 3 ) 5 1.27 (3H, t), 1.55 (6H, s), 3.86 (2H, s), 4.13 
(2H, q), 5.29 (1H, d), 6.80-6.99 (3H, m). 

#%01J 1 2 1 



##0ijl 1 7f#fc (2-7/M-D-3-> h^r->7ai-^) * / -A- J; 9 , 
Jft^;'H-NMR (CDC1 3 ) 5 3.76 (2H, s), 3.89 (3H, s), 6.91-7.15 (3H, m). 
12 2 



(2-7/W^-a-3-^ h^->7i=^) T-fe h= MJ/W (0. 77g) , 8& 
£*SWIrf-M>*A (10ml) *3<fcU^*/-/w (10ml) OftfrttSr-lft 

^T*2(HittaiLfc 0 ^**:^«ssr®fp^7K-cj5fe^> mam**?**'** 

0ml) fc»a>U (0. 1ml) — UfeAD^iSiJfC Ufc 0 SJcS»Sr 




F 
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UZn^YVyy 4- : mfc^;V= \ o : 1) fctiftSSU B#J#> 

(0. 7 9g) L-Otfc,, 
'H-NMR (CDC1 3 ) 5 1.25 (3H, t), 3.65 (3H, s), 3.87 <2H, s), 4.16 (2H, q), 
6.79-6.90 (2H, m), 6.98-7.04 (1H, m). 

P^M 1 2 3 



##^J12 2t?#fc (2-7/M-n-3-^ F^r->7x^) f^g^fvl'J; 9 , 

i o 8 \z7j*-fjf& t ®m\z LX, S fttoZmito 

flMftHj i 1 H-NMR (CDClj) 5 1.26 (3H, t), 3.65 (2H, s), 4.17 (2H, q), 5.51 
(1H, s), 6.73-6.86 (1H, m), 6.88-6.98 (2H, m). 

124 



4_^ ap _ 3 _ b Kp (3. llg) Off7fc Kn77>^M 
(50ml) CN-xf^/fy^D^r^y (9. 4ml) t^nn^f/V 
y^/l^-x/W (3. 5ml) iSr7J0^. -8fe\ iflfOBfcLfc. aSk^/H?** 

x^=3 0: lri>£>5 : 1) -CflffifU (4. 3 9g) fcJMfcfc* UT 

1 H-NMR (CDC1,) 5 3.53 (3H, s), 3.54 (3H, s), 5.31 (2H, s), 5.47 (2H, s), 




F 
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7.45 (1H, d), 7.68 (1H, dd), 7.84 (1H, d). 
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##01J 1 2 5 



CI 



MOM 



OH 



##09 1 24t#fc4-^oP-3- (p< b*is) h**s* 

ttttfe ; 1 H-NMR (CDC1 3 ) 5 3. 52 (3H, s) , 4. 64 (2H, d) , 5. 25 (2H, s) , 6. 91-6. 96 
(1H, n), 7.17 (1H, d), 7.34 (1H, d). 

###J 12 6 



[4-^ nn -3_ (> hdp>>p< ^^i/) 7i-/V] (2. Olg), 

7thyi/7ytK!ly (1. 4ml)*5J:lJ>H)^f/^7-fy (5. Om 



^t-^yv^ (5. osg) srM-cjp*.fc« % -«fe«^ufc. susmom^t: 

l) > »#»«r$»fc. #e>nfc»tt«*3:^/-/u (1 Oml) fcWKS*, 8 
ttJ£*SHIrt-hy *A (5ml) SrAOx., — «t*PSR««« Lfc. 

Kf>:|»x^=2 0 : l*»fe5 : 1) fcr*»«U Btt* (0. 5 5 




1) ©r hyfc Ko77y (100ml) SSRfcl, 1'- {TSVUfrX-jv) 
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g) im^mtLxnito 

'H-NMR (CDC1 3 ) 5 3.56 (2H, s), 3.69 (3H, s), 5.68 (1H, s), 6.79 (1H, dd), 
6.94 (1H, d), 7.25 (1H, d). 

1 2 7 



&%Ml25X*mz [4-^pp-3- (*h*is*b*is) -7^=->V\ 

-/w«t % 1 1 1 \c7frr%mk®mz t-c, 

ttWfcj'H-WR (CDC1,) 5 2.34 (3H, s), 3.52 (3H, s), 4.05 (2H, s), 5.23 
(2H, s), 6.88 (1H, dd), 7.09 (1H, d), 7.27 (1H, d). 

##0U 12 8 

2- [ (4-^Ba-3-tKP^^) . 



ni^V^SIS- [4-^ no- 3- (p< h^i/^ hdrv^) ^'JjU] (1. 7 
2g) Oi^/-/V-fh7k Yv7y>m(l (1 Oml -1 Oml) 

*»fb^ h y ^ a (iomi) mmx 3 0 mm 1 

tttu wm^^x^mk, mi-k&kxwfro Mimjst^^^^j^x 

(3 Oml) ^&#y?A (l. 3 7g) „ 2-Zfu*jytm^ 

(1. 2ml) £jJD;i x 5 0^-C-l&fl|#L*: e BMfct^-ttHHI* 

0:1H10:1) -C»$?U »*MfeSr#fc. fcbftfciMK**^*/-^ (1 





Me Me 



WO 2004/022551 



PCT/JP2003/011308 



197 



omi) m&tfstf, mmst (o. imi) sr*oic, 6 oK-e-im&Ltzo m 

D?h^7^ Wy;ftiif^=2 0 : l^fe 5 : 1) fffilU S 
tift (0. 4 5g) IrttWHTHfc, 

'H-NMR (CDC1 3 ) 5 1.27 (3H, t), 1.52 (6H, s), 3.76 (2H, s), 4.12 (2H, q), 
5.58 (1H, s), 6.82 (1H, dd), 6.98 (1H, d), 7.22 (1H, d). 

##01J 12 9 

(3-fcKo 1 H — f 1 ->f A-) a-gin^yu 



3-^rv^/y/> (5. o g ) con, n— '^f^*/uA7 5 k«sk a 50 

ml) tr J* (5. 14g) , :/n*gt#:nf7U (4. 13ml) £2JP 

vis-mm^*) -c»«u B«i« (1. 4? g ) uc#fc. 

itftl81-182t ; 1 H-NMR (CDC1 3 ) 6 1.25 (3H, t), 4.22 (2H, q), 4.84 (2H, 
s), 7.09-7.20 (2H, m), 7.41-7.49 (1H, m), 7.77 (1H, d). 

##0>J 1 3 0 

5- -2-- hn/<yX7/Uft K 

MOMO^~_.CHO 



5-fc Ko^iy-2-- hP^>X7/i/ft K (2 5 g) <DN, N-vo^/W* 

(30 0ml) fc*PP*^M*7U:c— (13. 7ml) 
SrADx., Tk^TT- 6 0 fc-f h P ^ A 7 7 ^ ( 7 . 2 g ) 



CO 2 Et 




OH 
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i*L*S»ft (^^-mt^M "OltRU 1^(2 3. 
3 7g) «:*Sfti:UT»fc. 

84^68-69*0 ; l H-NMR (CDC1,) 5 3.49 (3H, s), 5.29 (2H, s), 7.29 (1H, dd), 
7.46 (1H, d), 8.15 (1H, d), 10.45 (1H, s). 

13 1 

5- h^rW h*~» - 1 -^y , /f^7i>'- 2 -*/^ySif /V 



5- h^fSo* h^i/) - 2-- Fn^yXT^ft K (2 0g) (ON, N — 
i/pt JkT ^ (300ml) V a— AflfctTvl' (12. 5 

ml) b&m*VtJ* (16. 3 6g) *J0;l, 6 Ott'-WLfc. *Sr3dO 

* % Btxfn>tttfflU £fr#fc#*IW«:*, fi&ft&itzk-eifei*,, fekfltt-r 

^ovh^77-f- : g£g|n:^= 3 0 : 1*^5 : 1) X-ffiML, 

Btm (6. 6 0g) fctttflfrfc UT#fc. 

l H-NMR (CX1 3 ) 5 1.40 (3H, t), 3.50 (3H, s), 4.39 (2H, q), 5.22 (2H, s), 
7.18 (1H, dd), 7.49 (1H, d), 7.72 (1H, d), 7.95 (1H, s). 

13 2 

[5- (;* V^ris/ h=^» - 1 -^sV^ls- 2 — f^] *9 J—tV 



##«i3if#t5- 0« - 1 -^y-/ft7xy-2-* 

jft,&74-75t ; 'H-NMR (CDC1,) 5 2.03 (1H, t), 3.50 (3H. s), 4.89 (2H, d), 
5.21 (2H, s), 7.05 (1H, dd), 7.12 (1H, d), 7.38 (1H, d), 7.67 (1H, d). 





WO 2004/022551 



PCT/JP2003/011308 



199 



1 3 3 

[5- h*v^ h^-v") - 1 — ty/fxy-2-« T-feK-hU/W 



###Jl 3 2T-#fc [5- -1— <^y^aty-2— 

* / ~/v«fc 9 , ##0"J 8 8 mmz LT\ B«J*Sr#fc. 

«^; l H-NMR (CDC1 3 ) 5 3.51 (3H, s), 3.97 (2H, d), 5.22 (2H, s), 7.08 
(1H, dd), 7.23 (1H, s), 7.40 (1H, d), 7.65 (1H, d). 

###J 13 4 

(5-t Kn^-i-^>/fxy-2— (/u) mm*?-* 



0 3g) fcx*/-^ (10ml) 8»fcMMW- h y 17^ (10 

®*\o%mm-*? s-fr domi) Mt?-«t«#Lfc. ^ 

= 4 : ia»fe2 : 1) fcTttJRU Bftfe (0. 4 3 g) frilMttfei LT»fc. 
81^136-137*0 ; 'H-NMR (CDC1 3 ) 5 3.75 (3H, s), 3.89 (2H, s), 5.09 (1H, 
s), 6.86 (1H, dd), 7.03 (1H, s), 7.10 (1H, d), 7.59 (1H, d). 

0IJ 1 3 5 

5- (^ h**S) - 1 -^/f t7iy- 2-*/M/l^t K 



###|1 3 2X-mc [5- (p< h*vo< h^iX) -1— <V-/ s f-^-2— <)^\ 




HO. 



MOMO, 



CHO 
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'H-NMR (CDClj) 5 3.51 (3H, s), 5.25 (2H, s), 7.25 (1H, dd), 7.58 (1H, 
d), 7.78 (1H, d), 7.94 (1H, s), 10.07 (1H, s). 

#%0>J 13 6 

(E) -3- [5- (*h*i'*Y*i') - 1 -<<fS f/W] -2 
MOMO^^^^^ /r-C0 2 Et 



#%0U 3 5f#fc5- h=5fv^ -l-^/ft7iy-2~* 

iK^81-82t: ; 'H-NMR (CDC1 3 ) a 1.34 (3H, t), 3.50 (3H, s), 4.27 (2H, q), 
5.22 (2H, s), 6.27 (1H, d), 7.11 (1H, dd), 7.37 (1H, s), 7.41 (1H, d), 7.66 
'(1H, d), 7.84 (1H, d). 

##0»J 1 3 7 

3- [5- b*is* h*V) -1 — ty^f-aL^- 2-4 /V] ^nf^K 
MOMO^^^^ ^C0 2 Et 



(e) -3- [5- h*f) - 1 -'<y-/fxy-2-^/i'] -2 

-T'n^O-g^/W ( 1 . 4 6 g ) <©R||x?yM&« (20ml) CIO 

i/<>j*-i%m (i. og) *mtl, *£#h^t, m-c-ft«»ufc. 

•7h^77-/- (^fy:SKxf/V=2 0 : 1*65 : 1) CT»${L, B 
6MMl. 2 0g) **«*i:Lr»fc. 

'H-NMR (CDC1,) 6 1.25 (3H, t), 2.73 (2H, t), 3.21 (2H, t), 3.50 (3H, s), 
4.16 (2H, q), 5.20 (2H, s), 6.96 (1H, s), 7.00 (1H, dd), 7,33 (1H, d), 7.62 
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(1H, d). 



1 3 8 

3- (5-t Ko^^- 1 -^y/f xy- 2 -/f ;v) :/d \fHrV^-f-)V 



3- [5- U Y***S) ~ l-^^3iy-2— ^nhT^K 

^fvW (1. 20 g) £^*y-A- (20ml) KlJ&KS-fr, K&Bfe (lml) 

5 : l^e>l : 1) -ClfSIU aft^ (0. 8 7 g) S:tt*ttT»fc. 
®6^111-113 e C ; 'H-NMR (CDC1 5 ) 5 1.25 (3H, t), 2.73 (2H, t), 3.20 (2H, 
t), 4.16 (2H, q), 5.19 (1H, s), 6.82 (1H, dd), 6.89 (1H, s), 7.06 (1H, d), 
7.56 (1H, d). 

13 9 

(E) -4- {2-^^-5- [4- (HJ7^*n^f^) 7x^] - 3 
-7 DM 



O-tKn^a^) M)7i=/v^/t=Wn^ K (1 2. 4 1 g) 
©fh7tKD77y« (6 0ml) j£7k#T-C n -Zfffr Vf-pA (1. 
6M 3 6ml)£iSTU 3 0#tf£N£ % 2-^/V-5-[4 

- (MJ 7/M-n^/P) -3-7^7/l^kK (6. 4 1g) ©f 

h7kKn77yM (50ml) «r»TU *J&TT?1. 5^M»#Ufc. 1 





OH 
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*7^ov^77^- i^-fy : mk^f-J^ 1 0 : : 1) "Cfl| 

KU iW« (4. 7 7g) S:»tt4fciLT#fc. 

'H-NMR (CDC1,) 5 2.37 (3H, s), 2.47 (2H, q), 3.75 (2H, t), 5.90 (1H, dt), 
6.30 (1H, d), 6.82 (1H, s), 7.60 (2H, d), 7.70 (2H, d). 

1 4 0 

4- {2-^^-5- [4- {YVy^n^^-jV) y^/V] -3-7VM 
- 1 ;—J\y 



##0U3 9-C#fc (E) -4- {2-^^/U-5- [4- (fy7;V^n^f 
/V) 7x=;U] -3-7U/U} -3-^^-1-^— /WctO, ##f!l9(^-t- 

mWfa ; 'H-NMR (CDC1,) 6 1.59-1.65 (5H, m), 2.29 (3H, s), 2.36-2.43 (2H, 
m), 3.64-3.70 (2H, m), 6.58 (1H, s), 7.57 (2H, d), 7.67 (2H, d). 

14 1 

^*^?-*&s- { [5- K^rix) - 1 -^y/fiy- 2 — T^] 



flMttfe ; 'H-NMR (CDC1,) 5 2.37 (3H, s), 3.49 (3H, s), 4.35 (2H, s), 5.20 
(2H, s), 7.02 (1H, dd), 7.11 (1H, d), 7.34 (1H, d), 7.60-7.63 (1H, m). 

1 4 2 

2- ( { [5- h*~>* h*->) -l — — (*>*] 
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Me Me 

##0U4 lX-mc^^^S- { [5- (p< Y*i/t b*is) -1 

'H-NMR (CDC1 3 ) 5 1.26 (3H, t), 1.55 (6H, s), 3.49 (3H, s), 4.10 (2H, s), 
4.11 (2H, q), 5.20 (2H, s), 7.00 (1H, dd), 7.08 (1H, s), 7.32 (1H, d), 7.60 
(1H, d). 

##01J 14 3 

2- { [ (5-fc Knd^v- -2 
Me Me 

##0U 4 2-C#fc2- ( { [5- h=¥'» - 1 -^y^/^^y- 

2 -> T/W] ^) -2-/ f;U/n f^g^^/i^ 9 , ##$J 1 3 8 

; 'H-NMR (CDCI3) 8 1.25 (3H, t), 1.56 (6H, s), 4.05-4.16 (4H, m), 
4.93 (1H, s), 6.85 (1H, dd), 7.04 (1H, d), 7.08 (1H, d), 7.57 (1H, d). 

#%0IJ 1 4 4 

t e r t-zf^JU [ (2-^f^-3-7!)^) ^ h*^] 




*^<by^^AT/W5-»A (9. 2 g) (DT^t Ko75V (200ml) 
«8MK»c % 2-^/1— 3-7 n^^/U (3 1. 1 g ) Of h7t K 
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o77> (loomi) mmzmru ox:x-immtmLtz 0 &«£zi<#L 

T, 7k (9ml) , 1 5 %7kmt1- h y ? A;k&?£ (9ml) s tK (2 3ml) 

±-C#fc«ltttt, 4-N, N - i?/ ^)VT 5;t'y-/y (1. 2g) , hV^ 
?-/\<T%^ (3 3. 8ml) <DTYytY*7yy (2 5 0ml) SMRC M 
■Ctert-yf^pn^f/V^y (3 3. 5 g) SrjfjP;!, *r©£3=— 0fc 

^y^^n^h^y7^-iZX^mL (^y:|»xf^=15 : 1) , g 
ttfe (3 8. 2g) ^ftHtifc, 

'H-NMR (CDC1 3 ) 5 0.08 (6H, s), 0.91 (9H, s), 2.26 (3H, s), 4.51 (2H, s), 
6.31 (1H, d), 7.22 (1H, d). 

1 4 5 

tert-7*f/V{[5-(5, 3, 2-^^MVi~^ 



2, 2, 6, e-rb^^^f^y^ (27. 9ml) tfXr h^k Kn7 
7^ (15 0ml) ?k^T-Cl. 6M^n-7'^]) : ^^A(7^^i-> 

mm (10 0ml) SrffiTU 1 O^WMfttLfc. 7 8t:K#£P 

Lfc^L #?B*hJMy:7'Pld> (4 0. 2g) *3,fctf t e r t-^/l- (^ 
^/W) [ (2-^f/l'-3-7y/P) > h^] ^7^ (24. 2g)fcflPx.fc. 
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iTfcfc JMKfc t2, 2 - if-*- 1 , 3 - y o /<^S?*^-/U (13. 3 

TfitMb (^F-f-y :|»*^«3 0 : 1^9 : 1) , gftft (1 2. 9 g) 

'H-NMR (CDClj ) 5 0.07 (6H, s), 0.90 (9H, s), 1.01 (6H, s), 2.31 (3H, s), 
3.74 (4H, s), 4.50 (2H, s), 6.91 (1H, s). 

14 6 

[5- h*f7*-M -2-^f^-3-7!)^] l\> 



tert-/f;M[5- (5, 5-^^-1, 3, 2-i?**V#V 

-2-^f^-3-y])^1 * h=¥">} v f ^vW>7> (4. 06 

g ) © h/^y-frm&mm (30mi-30mi) \z.&mtry\)t?& (2. 5 

4g) % 4-^p*7=y-/V (1. 8ml) Sr^DX-x RJfcgN»fc$*1KftLfc 
fh7^ ( M> 7ai=^*^7-f^) /N°7i^[7A (0. 7 0g) Sr^Dx. 
X, 8 0 Lfc. ^^^KT'Sc 

Vy7>y^7J7A^B-7 (^f-^ : |ftfc:c?yV=4 0 : 1/5^1 

0:1) iCiiU ^*i£xh7fc Kd77^ (20ml) tc»# 

^,7b7-n-7*f^7y^-7^7DjJ K(lMf h7k Kp77>^E 
15ml) SriBTU 1 ISHtltfLfc. *«JiSr*» 

10 : l*»f>l : 1) -e»»L, Btt«J (0. 7 8 g) ^a^ttifc. jg*£ 
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62-64*0 ; 'H-NMR (CDC1,) 8 2.34 (3H, s), 3.82 (3H, s), 4.49 (2H, s), 6.49 
(1H, s), 6.90 (2H, d), 7.55 (2H, d). 

#%0!ll4 6 (l) ~£##Jl 4 6 (4) 

##Ml4 5t#fctert-^/V{[5- (5, 5-iW-*-l, 3, 2 
/^7Vt^f57 y -;^7-f Kit), 1 4 6 fc^rf^fet TOc t 

##il4 6 (1) 
[5- (3-7/P^-n7 = =/W) -2-^f;V-3-7!);U] 



F 

tittft ; 1 H-NMR (CDClj ) 6 2. 36 (3H, s) , 4. 50 (2H, s) , 6. 65 (1H, s) , 6. 85-6. 96 
(1H, m), 7.25-7.40 (3H, m). 

###■114 6 (2) 

{2-/^-5- [2- (H;7^n^f;l.) 7*=*] -3-7y/H * 



Wfcm ; 1 H-NMR (CDClj ) 6 2. 37 (3H, s) , 4. 52 (2H, s) , 6. 69 (1H, s) , 7. 34-7. 39 
(1H, m), 7.51-7.56 (1H, m), 7.70-7.73 (2H, m). 





##0U4 6 (3) 
(2-^^/U-5-7*-^-3-^yyU) 
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OH 



mm ; 1 H-NMR (CDC1 3 ) 6 2. 35 (3H, s), 4. 49 (2H, s), 6. 61 (1H, s), 7. 18-7. 24 
(1H, m), 7.31-7.37 (2H, m), 7.60 (2H, d). 

##0jl4 6 (4) 



j§i,&79-80'C ; ' H-NMR (CDC1 3 ) 8 2.34 (6H, s), 4.49 (2H, s), 6.55 (1H, s), 
7.14 (2H, dd), 7.49 (2H, dd). 

14 7 



3-* h^^^^^--/W<t«?, ##0!l9 8»C^1-^jfei:TOlCLT> ift 

; 1 H-NMR (CDC1 3 ) 6 1.21 (3H, t), 1.49 (6H, s), 3.78 (3H, s), 4.11 
(2H, q), 6.88-6.91 (1H. m), 7.00-7.05 (2H, m). 7.18-7.25 (1H, m). 

14 8 

2- [ O-tKD^r^i^) -B-^f^nftyixf^ 
HO/^.S^CQzEt 



#^14 7t#fc2- [ (3-^#->7i=/'l/) l-Url -2-^f/V7"Df 
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'H-NMR (CDC1,) 5 1.21 (3H, t), 1.49 <6H, s), 4.12 (2H, q), 5.87 (1H, s), 
6.81-6.85 (1H, m), 6.95-7.02 (2H, m), 7.13-7.18 (1H, m). 

&*sm 1 4 9 

4- [ (3- {2-^/1—5- [4- (MJTM^n^fvW) 7x=;U] -3 



3- {2-^5vP-5- [4- (hU7^tP^f/l') 7i^] -3-7!);U) 
^WyH (0. 8 0g) OTirh-hy/U^ (2 0ml) ICt^T"? h y 
^7 5V (0. 23ml) , mtV'*u4,V (0. 2 1 g) <HrFLfc c 3 
0#fc*Ng, 4-T$/-Z-**y7*V&=. s ?;vmm. (0. 3 3g) , h 
!)if^7 5y (0. 2 3ml) 5r«|{CjD^ *iTCl. 5B#rd»#Lfc e HfS* 

-f- Mri^ : ft£fcr?vv= 3 : 1 frb 1 : 1) -CflfjRU B«J* (0. 4 1 
g) «rft**L"t»fc. 

$LfnU31-133 < C ; 'H-NMR (CDC1,) 5 1.26 (3H, t), 2.31 (3H, s), 2.48 (2H, 
t), 2.73 (2H, t), 3.47 (2H, s), 4.18 (2H, q), 4.26 (2H, d), 6.15 (1H, s), 
6.58 (1H, s), 7.57 (2H, d), 7.66 (2H, d). 

£#091 4 9 (1) , 4 9 (2) 

3- {2-^/V-5- [4- (H)7/^n^f;W) 7x=^] -3-7U/W 




O 



###114 9 (1) 
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4- [ (3- {2-^fvW-5- [4- (M)7/Vtn^f/V) 7i^] -3 
O ..Me 

T h v 

,CQ>Et 

O Me 

16^133-136'C ; 'H-NMR (CDC1 3 ) 8 1.24 (3H, t), 1.34 (3H, d), 2.30 (3H, 
s); 2.44 (2H, t), 2.72 (2H, t), 3.50 (2H, s), 4. 15 (2H, q), 4.68 (1H, quintet), 
6.17 (1H, d), 6.57 (1H, s), 7.57 (2H, d), 7.66 (2H, d). 




##0<J14 9 (2) 

5-^^-4- [ (3- {2-y-9vV~5- [4- (M)7yVtP^f^) V 
r=\ (X^-Me 

COfeEt 

i ; 1 H-NMR (CDClj ) 8 0. 72 (3H, d) , 0. 92 (3H, d) , 1. 24 (3H, t) , 2. 17-2. 27 
(1H, m), 2.31 (3H, s), 2.49 (2H, t), 2.74 (2H, t), 3.50 (2H, s), 4.16 (2H, 
q), 4.73 (1H, dd), 6.10 (1H, d), 6.60 (1H, s). 7.57 (2H, d), 7.67 (2H, d). 




15 0 

4- {2-*77U-5- [4- (bl) yj^n^^-j\y) 7i-;l/] -3-7D/W 



4- { 2-^^-5 - [4- ( h y 7i=/V] -3-7!)/W 

-1-7* /-A' (1. 1 8g) O^PC^Vgig (20ml) fcHJ*?- 
/VT^ (2. 2 1ml) Sr*P^L % *»T"C3lMkfitt»try (2. 53 

g) ©S^?7Wi/U**S/H*« (2 0ml) £ADx., Si&-?3 05MW*Lfc. 
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(3 2ml) tK (8ml) , V l/&2*%1~ h V ? & 

(0. 7 2g) % (2. 1ml) £;&Q;L 

m-rhvtJ* (o. 54 g ) ^d£. M-ci^ra«#Lfc 0 sm^^-c^ 

4~ ^*V^:m&^*=5 : l^b2 : 1, 1 : 1) X-ffiUU Bftt) (0. 

3 6g) %toX®kLX&1t 0 

'H-NMR (CDC1,) 5 1.87-1.94 (2H, m), 2.29 (3H, s), 2.38 (2H, t), 2.43 (2H, 
t), 6.57 (1H, s), 7.57 (2H, d), 7.66 (2H, d). 

1 5 1 

4 - [ (4- {2-^/1^-5- [4- (M 7/M-n^/W) 7x^] -3 




###J 15 0 T'#fc 4 - {2-/-5VP-5- [4- ( h ]) ~7;^xi /. fyu) 7i 

7W77> ; 'H-NMR (CDC1,) 5 1.27 (3H, t), 1.38 (3H, d), 1.85-1.94 (2H, 
m), 2.24 (2H, t), 2.29 (3H, s), 2.41 (2H, d), 3.55 (2H, s), 4.19 (2H, q), 
4.70 (1H, quintet), 6.17 (1H, d), 6.58 (1H, s), 7.57 (2H, d), 7.67 (2H, 
d). 



###1 1 5 2 

2 -y-fvv- 5 - [4- (M;7/l/tn^f;l/) 7 ^-jV] -3-7Q&2 - (K 
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Me 

~Me 



0 



Me 



2-/^-5- [4- (hV7fr*v*^M 7*~)V\ -3-7a^^ 
(4. 8 6 g) ©f h7t Kn77y-^^;-> (5 Om 1 - 5 Om 1 ) 
®m\ZlMJ&km<k-fhV !7A (2 6ml) SrJPit, 6 O^CTM B#M«#Lfe: 0 



£x Yy t Kn77> (1 0 Om 1) 4 -S^^TUTS / f!) ^ 

(0. 2 1 g) % 1 -m^vv- 3 - (3-^^7$;7"oW TJ/W/K^-T 
5 K- ttHfttt (4. 9 2 g) , 2- (MMfvWU/W) ^/-/P (2. 9 5 

mi) *mz-to7L, msLX-mm\^it a &m^»x$r$i&, ^mm**. m 

0: l^P)10: 1) -CfiffllU SWfc (4. 5 2g) SrJSft i Utfcfco 
it^80-81^C ; 1 H-NMR (CDC1 3 ) S 0.086 (9H, s), 1.07-1.16 (2H, m), 2.67 (3H, 
s), 4.31-4.40 (2H, m), 6.99 (1H, s), 7.62 (2H, d), 7. 72 (2H, d). 

15 3 

2->f-^-2- (4-^f;V7j/^-» 7°v MUrl^k^Af 



jftttto ; 1 H-NMR (CDClj ) 6 1.25 (3H, t), 1.56 (6H, s), 2.27 (3H, s), 4.23 
(2H, q), 6.73 (2H, d), 7.01 (2H, d). 




15 4 

2- [4- {y*u^^.^iV) 7i/^>] -2-^f;V7*D^tyixf/U 
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O^C0 2 Et 



Br 



Me 



2-^^-2- i4-*?A'7x./*-» -fu f jS&^fV (8. 8 9 g) 
(Dtimt^/Vfm. ( 1 0 0 m 1 ) \Z2, 2' -T'/tf* (W h= M> /l,) 

(0. 3 3 g) CN-^P^^fW $ K (7. 1 2 g) iJ»i — Hfe, flDfft 
JtifcLfc. &J*frttJEB£U ^^f-yt?«3R. **4&*-lr9>f h5ifiU ^ 

■u-^-easi*. 5*«t«ees*u» (i2. i3 g ) zmwtot^xmco 

; 'H-NMR (CDClj) 5 1.23 (3H, t), 1.60 (6H, s), 4.22 (2H, q), 4.46 
(2H, s), 6.78 (2H, d), 7.26 (2H, d). 

1 5 5 



2- [4- C/n^fyW) 7i/^] -2-^5 L ^7 p nt*^-^^;U (1 
2. 1 3 g) (Dhfr^stm. (10 0ml) \ChV7^-;l'*X7j>' (10. 
5 g) Sr^Px.. -life, iMRBlijtLfc. *«E**jBE«S ^ V 7°p 
f/P3i-7 l /uSrlPATtt*{k$*, h^^-Cft^U IW^ (17. 3 7g) 
*m&h LT#fc 0 

S^185-186t) ; 1 H-NMR (CDC1,) 5 1.07 (3H, t), 1. 48 (6H, s), 4.10 (2H, 
q), 5.10 (2H, d), 6.62 (2H, d), 6.85 (2H, dd), 7.60-7.76 (12H, m), 7.87-7.92 
(3H, m). 

#%#J 15 6 

3- {2-3i5vU-5- [4- ( K V 7;\/jfru /i-A/) 7x^] -3-y])M 
- 3 -t^y^n \Z*V&x.?-fr 
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o o 




2-^^-5- [4- (f!)7/^n^f/l') 7;c~/l/| -3-"7D^ (1 
3. Og) ©fK7th'n77y (15 0ml) jgiftl:: 1 , 1' -Ujlstf-zW 
-i^W-jv (8. 2g) frM-cap*., *©$S2#ra«#Lfc. Z<DW&Vs 
l^nVi^/af/Vx^f/^/^U *J=s& (8. 6 g) fc*«t tWtft^^^ 
*A (2. 4g) *Sffl|-e*P^, 6 O e Ct?-M^Lfc 0 K£ifc«r*-?#RU 

SUbT (^fyiifflfcatf^lS : 17>£>6 : 1) , (13. 3 g) 

'H-NMR (CDClj ) 8 1.26-1.36 (6H, m), 3.05 (0.4H, q), 3.11 (1.6H, q), 3.79 
(1.6H, s). 4.23 (2H, q), 5.34 (0.2H, s), 6.81 (0. 2H, s), 6.95 (0.8H,s), 
7.62 (0.4H, d), 7.64 (1. 6H, d), 7.72 (0. 4H, d), 7.74 (1. 6H, d). 

15 7 

3 - { [t ei t-y^/U (v^^/U) >s})>v] - l- {2-^^/W- 

5- [4- (h!)7;vtn^f;i') 7i=;v] -3-7DM 7*0/^-1-* 



TkHUfcy^AT^^r^ (1. lg)Or}>7tKn77y(100ml) 

mmm^ 7k&T, 3- {2-^^-5- [4- (ni7^tp^^) 7x 

-3-7';/U} -3-t^y7'D^y|!xf;l, (7. 13g) ©7h7 
tKD77> (50ml) ^iTL> CCTll^lBiaH^U*:. 
LT, 7K (1ml) , 1 5%*lMfc-*-MJ£.Mc*tt (lml) ,*(2. 5m 



OH 
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±XmtfAVt^3, 4-N, N-iStf-jXsTZ; (O. 25g) , MJjc 

^yVT$^ (3. 4ml) Ofh7th*P77y (10 0ml) gfi"C 
ter t-^PP^^7V (3. 0 g) £2)0*., ^OS^-lftjf^ 

-^^v/^A-eft^ mmz®jz®£vfz 0 mbtiizU£j&yo&i/y fir**? 

J*?*^byy7sf-\ZXm&V(^*-y-y:&&^;U=l 5:lJ&»k9: 1) N 

(4. 4 4g) £«fc£LT#*: 0 
'H-NMR (CDClj) 5 0.11 (6H, s), 0.93 (9H, s), 1.29 (3H, t), 1.76-1.86 (1H, 
m), 1.98-2.12 (1H, ra), 2.74 (2H, q), 3.44 (1H, d), 3.80-3.96 (2H, m), 
4 89-4.96 (1H, m), 6.77 (1H, s), 7.59 (2H, d), 7.70 (2H, d). 

1 5 8 

tert-^ (3- {2-^5vV-5- [4- (h^/Wtn^f/U) 7x 
-3-7y/H -3-^ V^-'szfuiS**,) Vtfjv*/?^ ' 



3- { [ter t-Zf^/U <cst^/V) ^]) /]/) -\ - {2-^)V 

-5- [4- (by ^A^D^^yu) 7s-/V] -3-7D/V} ^n/^^-i- 
*-/Ml. 3 1g)£l, 2-^ hdf->>jc^> (40ml) fc*a»U &ft 
T-6 0%**fbt h 9 7^««ft^7 7^ yjg««3 (0. 1 5 g) fcfl]*., 
£30. 5B»|«a9^Lfc. «#4fcfc3^bp«f-/K0. 5 7ml) fcM-CJD*., 



OMe 
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e>^ty : ftKxf /W= 1 5 : 1) , BttM (0. 8 7 g) ZfofttobLX® 

'H-NMR (CDC1 3 ) 5 0.04 (3H, s), 0.06 (3H, s), 0.90 (9H, s), 1.29 (3H, t), 
1.74-1.83 (1H, m), 2.01-2.12 (1H, m), 2.72 (2H, dq), 3.21 (3H, s), 3.54-3.61 



###| 15 9 

3- [4- ( MJ ^M'P^/l') "7x.—>V\ -3-7V/U} 



tert-^ (3- {2-^/1^-5- [4- (M)7;^P>f^) 7i 
-/V] -3-7y;W -3-/ hiri'T'utfiri/) v^^v'^ (0. 8 6 g) 
OTF7tKo77>^i (5ml) t^x h 9- n -7*^7^=^ A7n y 

K (lM7f7tKa77» 3ml) «:«TU £i&-ClB3W»#Lfc. 

77>f- : ft^ai^/V= 5 : 1^P>1 : 1) "CffiffiiU (0. 

5 4g) Sr»*t*iUr^*i. 

•H-NMR (CDCI3) 5 1.29 (3H, t), 1.79-1.91 (1H, m), 2.07-2.22 (1H, m), 2.46 
(1H, br), 2.73 (2H, q), 3.24 (3H, s), 3.79-3.81 (2H, m), 4.39 (1H, dd), 
6.70 (1H, s), 7.60 (2H, d), 7.72 (2H, d). 

##011 1 6 0 

¥ (4-t Kd^->7^-/u) i/^/vyj K 



(1H, m), 3.71-3.78 (1H, ra), 4.33 (1H, dd), 6.66 (1H, s), 7.59 (2H, d), 7.70 
(2H, d). 




OMe 
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4-fc Yu*^*?^;-^ (5g) ZT-thls (5 Oral) fc»A*t, 58$ 
m (ID ZtKW&J (l. 9g) fciD*., ^ffl-C3 0#WMi#Lfc. 

u jsm^^na^ ^»»*5*tfc. aaESr->y*^ 

;^7^nvh^77-f- (Bafcai^/u : ^^^) "CflfiRU BW* (3. 
7g) £7*/W7 7**£ Lt#t ( 

l H-NMR (CDC1 3 ) 8 4.98 (2H, s), 6.75 (4H, d), 7.35 (4H, d). 
##01 1 6 1 

*J (4- (1- (^h*v-#/W/K~/U) -l-^/l^h*^) y^~jv) &x 
>\>7>( K 



^ (4-kKo^>7x=/U) K (3. 7g) s 

Ji^/V (6. 5ml) , VP J* (12. 2g) £N, N-v^ ^vVtM-^ 

75 K (5 0ml) tSOt:, -WmXtZo 2 -^n*-r yg&Sfc^^vW (3m 

» (4. 4 g) SrJMttfe* LT#fc„ 

'H-NMR (CDCI3) 5 1.23 (6H, t), 1.59 (12H, s), 4.22 (4H, q), 6.75 (4H, d), 
7.33 (4H, d). 

16 2 

n— -N-y^i/y ^y^^^x/w 



3 — k K n y^< VXT/Wf t K (2. 5g) , N-y 5vHJvU=">vy. 5vi^ 



Eto 2 c 




co 2 Et 



HO 
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XTfrmm (2. 9 g ) , hv^f^r^^ o. 5mO % hyr-th** 

(8. 7g) Sri, (100ml) 

#tt*ff*U B«rtSj (4. 3 g ) ijft^atifc, 

'H-NMR (CDC1 3 ) 5 2.39 (3H, s). 3.27 (2H, s), 3.62 (2H, s), 3.71 (3H, s), 

6.72-6.77 (1H, m), 6.84-6.87 (2H, m), 7.14-7.22 (1H, m). 

###|J 16 3 



5g) x (6ml) N ^J-tV (6ml) £ M-*5/ 

(50ml) fcJOjU TAsdr^MXT. 0$MWJt#Lfc. 7^7** 

F9 7x^V^7^^7^^ (80mg) SrJD*.. 4B#IB)aiKLfc. gfcgfc 

-c**ku Btt® (0. 6 5 g) zmtmt \,xmtz 0 

'H-NMR (CDCI3 ) 5 1.41 (3H, t), 4.40 (2H, q), 5.13 (2H, s), 6.97-7.01 (1H, 
m), 7.20-7.25 (1H, m), 7.33-7.51 (1H. m), 7.73-7.77 (1H, m), 8.00-8.03 (1H, 
m), 8.25-8.26 (1H, m). 




#%#J 1 6 4 

3' -tKo^>-l, 1* -\£7^-jV-Z-j3,V#>&3L=f-/V 
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HO 




■CO,Et 



3' - (fO&Artti/) -1, 1' -\?y*-;V-Z-%/\,i$v&^/V (0. 
6 5g) (5 0ml) \Z®frU 1 0%/^7^^-^ (5 0% 

37ks 0. lg) *JBv*T-0M»*il7GU;fc. «SttSr5*U 
U B«J* (0. 4g) £ifc#fc£LT#fc. 

'H-NMR (CDC1 3 ) 6 1.42 (3H, t), 4.41 (2H, q), 5.00 (1H, br), 6.85 (1H, dd), 
7.09-7.11 (1H, m), 7.17-7.22 (1H, m), 7.30-7.38 (lH,m), 7.46-7.54 (1H, m), 
7.73-7.79 (1H, m), 8.00-8.06 (1H, m), 8.25-8.26 (1H, m). 

1 6 5 

[3' - (sOitfrttis) -1, 1' -k*7i-;V-3-^^] mmt^/ls 



m-tKn^7x=;Wf;Kl. 7g), hi) :r?vWT 5 ^ ( 2 . 9m 
1) £v^dd>*^ (50ml) fc*j&»U *#T, h!)7/Utn^^y^ 
(1. 8ml) ^7tfc 0 15#fiim#U E0S«£*}fc^ ft 
&&£S*Lfc. aif©^l^^y (5 0ml) {c»U 3 — t^v? 
/M-^y^WS:?!* (0. 5g) . 1 M^Bfcfr !) * -Mc&& (6ml) % ^ 
(6ml) SrflO*, X/i^^H&T, Mt?3 0#WMIj*Lfc o T h 
7^hU7x ^7^^^*7^«>A(i00mg)<SriDt. -ft** L fc„ 

ns/^*^» -mmu ntm (o. 6 9 g ) &mvttoktxwt. 

•H-MIR (CDCl,) 6 3.67-3.71 (5H, o). 5.12 (2H, s), 6.94-6.98 (1H, m), 
7.16-7.49 (12H, m). 
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(3' -tKn^V-l, l' -lf73i=^-3— <iv) %m*f-;V 



3 ' - - 1 , 1 ' - t?7x.=.fr- 3 ->f /u] ffikt ( 0 . 

6 9 g) (5 0ml) , S^xf^ (l 0ml) fc»a»U 1 0% 

A^frA-J*'* (5 0%-^7X, 0. 8g) fcffl^T6B#IW8HB^Ui:. 

(g^jt^/^^-^V) T?»«U SM« (0. 2 7 g) fc*Mtt»£ vxmtco 
*H-NMR (CDC1 3 ) 6 3.69-3.71 (5H, m), 4.81 (1H, s), 6.81 (1H, d), 7. 04 (1H, 
s), 7.15 (1H, d), 7.25-7.32 (2H, a), 7.35-7.41 (1H, m), 7.45-7.48 (2H, m). 

16 7. 



4 —~ h U'O&jU'fxx $ K ( 1 . 8 g) % 2-p«yU^7'h^y@|^^ (1. 
1 6 g) , 1>A (2. 4 g) SrDMF (l Oml) 4\ ittlUfflt 

tit-rf^sV&tmk^lt, U ittfe (2. 2g) $r»2tfc*£UT 

'H-NMR (CDCI3) 5 1.54 (6H, s), 3.63 (3H, s), 3.90 (2H, s), 7.48 (2H, d), 
8.15 (2H, d). 




COjMe 




^S.X0 3 Me 
Me Me 



1 6 8 

2- [ U-rs/^i'vM') - 2 - ^t'p 
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^S.,C0 2 Me 
Me Me 



2-^5vV-2- [ (4--bn^y^) f-*] ?v tt^m* f-ju (2. 2 
g) . (2. 3g) «rim (5 0ml) <K Mf-WLfc, jffiKS: 

tttt ( 1 . 4 g ) Ztetttob vxmtzo 

1 H-NMR (CDC1 3 ) 5 1.53 (6H, s), 3.63 (2H, br), 3.67 (3H, s), 3.73 (2H, s), 
6.60 (2H, d), 7.07 (2H, d). 

mmmi 

C (3- { [5- (4-7;^D7i=^) -2-^f/W3-7P-f^] T$S} 
*f-if\ tm 



5- (4-7;Vtn7i=/U) -N- [3- (t Kn^^f/V) y ^->V\ -2- 
^f/^3-77^;V#H^ K (0. 26g) % M^/KT^ (0. 33 
ml) ©7h7k Ko77> (1 0ml) mMX* v 

V K (6 8m 1) Sr*TU *O££0. 5«Ffl08t#Lfc. nbtltcfe&m^ 

*yy=2~-/\,&aL^/i, (0. iomi) ^aic-dtax., ^<D££-i!fc8£#L 

h?77 4-txmmL : IB****- 9 : ld>£>3 : 1) , 

#7t. #t>*l,fc@^tr^^/-/W (3ml) h?fc KP77^ (5ml) £ 
*J&»U 1 2S£*&<b-7- h y <7 ( 1 . 6ml) £AQ;t, Ifit*-i8tj$ 




S COOH 
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tc 0 '&btitc&&fm>*^*-t>3i<9ig&ikLx* nm> (o. 1 i g ) 

»jfel98-199'C; 'H-NMR (CDC1 3 -CD 3 0D) 5 2.70 (3H, s), 3.11 (2H, s), 3.85 
(2H, s), 7.06-7.14 (4H, m), 7.29 (1H, t), 7.61-7.70 (4H, m), 8.88 (1H, s). 

mmi (i) -mmmi (5) 
&mm (1) ~##wi7 (5) vmat&vox'o, mmmn^-rxm 

mmmi (1) 

C (3- { [5- (4-7^tn7i=^) -2-^f;V-3-7n^/w] (^^) T 

S^COOH 

O^N 

CH 3 

86^155-156*^; 'H-NMR (CDC1 3 ) 5 2.49 (3H, s), 2.81 (2H, s), 3.45 (3H, s), 
3.78 (2H, s), 5.68 (1H, s), 6.97 (2H, t), 7.12-7.15 (2H, in), 7.22-7.39 (4H, 
m). 

mmmi (2) 

[ (3- { [5- (4-7/^o7x^) -2-^f;i-3-7n^;i'] irfn fcVw) 




Me 



^140-141*0; 'H-NMR (CDCI3) 5 0.94 (3H, t), 1.55-1.74 (2H, m), 2.49 (3H, 
s), 2.78 (2H, s), 3.78 (2H, s), 3.83 (2H, t), 5.63 (1H, s). 6.96 (2H, t), 
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7.10-7.25 (2H, m), 7.23-7.39 (4H, m). 

nmmi o) 

[ (3- { [5- (4-7/^D7x=^) -2-^f/W3-7n^^] (^ff/V) 
7%;) s<W;\s) 



i»^94-96 < C; 'H-NMR (CDC1,) 8 0.86 (3H, t), 1.25-1.34 (10H, m), 1.56-1.65 
(2H, m), 2.48 (3H, s), 2.78 (2H, s), 3.77 (2H, s), 3.84 (2H, t), 5.62 (1H, 
s), 6.96 (2H, t), 7.08-7.13 (2H, m), 7.23-7.36 (4H, m). 

mmn (4) 

[ (3- {sOV/V [5- (4-7;^b7x^) -2-^;W3-7n-{^] 7 5 



ttJRtt; 'H-NMR (CD 3 0D) 8 2.53 (3H, s), 2.69 (2H, s), 3.69 (2H, s), 5.08 
(2H, s), 5.63 (1H, s), 6.91-7.03 (4H, m), 7.17-7.31 (9H, m). 

mmmi (5) 

{ [3- ( (2-^f/V-5- [4- (b V yj^u^^/V) -3-7^f/U} 
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fry 



S X0 2 H 



14^188-189^; 'H-NMR (CDC1 3 ) 8 2.72 (3H, s), 3.10 (2H, s), 3.85 (2H, s), 
7.08-7.18 (2H, m), 7.26-7.34 (1H, m), 7.59-7,70 (3H, m), 7.77 (2H, d), 8.42 
(1H, s). 

{ [3- ( {2-3i^-5- [4- (MJ7/Uto^f/V) 71=^] -3-7D^;l/) 



[ (3-TS /^y^/V) ffffifca^/l/.ttlfctt (0. 4 1 g) 

2-jc^u-5- [4- (h!)7^tn^f/V) -3-77^W#Vi 
(0. 4 5 g) £N, N-^f/l/*^A75 K (lig) h7k Ko7?> (1 
Oml) ^IC, mt^-^V/^ (0. 2 8ml) &£fiT?J»TU 0. 5B#WI 

±T*#fc [ (3-7^^-^) l»a^i:*MbK*^hy *A (0. 

2 7 g) ^fh7k (20ml) f»"Ofl|*U it'ifc^n!) K£r 

7h7tKn77y (10ml) IC^LfctOilfitiTU, ^<D^— ffi. 

trh7kKn77y (5mD \zm*u i^^mt-rvvtf^imm o 

ml) M-e-tt«#Lfc. 5JS««iBS, *t?#RU *4lU»TSi& 



CH2CH3 




S^COOH 
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^*^J:«JttftftL-C, Bttfe (0. 6 2g) ^latifc. 
9M?J99-200t; 'H-NMR (CDC1, -DMSO-d, ) 5 1.36 (3H, t), 3.10 (2H, s), 3.16 
(2H, q), 3.85 (2H, s), 7.10 (1H, d), 7.15 (1H, s), 7.29 (1H, t), 7.58 (1H, 
s), 7.64 (2H, d), 7.67 (1H, d), 7.77 (2H, d), 8.33 (1H, s). 

mmm2 (i) ~njfe0i2 (5) 
mnM2 (1) 

{ [3- ( {2-^T [4- (MJ7^tn^f;w) 731-/^] -3- 



iSk^l73-174 < C; 'H-NMR (CDC1, -DMSO-d, ) 6 1. 38 (6H, d), 3.10 (2H, s), 3.85 
(2H, s), 3.89-3.98 (1H, m), 7.10 (1H, d), 7.11 (1H, s), 7.29 (1H, t), 7.58 
(1H, s), 7.64 (2H, d), 7.67 (1H, d). 7.76 (2H, d), 8.26 (1H, s). 

MMM2 (2) 

{ [3- ( {2-yf/W5- [4- (h^/VtD^f^) 7;c-/l/) -3-7D-f/H 
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St^l95-196 e C ; 1 H-NMR (CDC1, -DMSO-dj ) 5 0.96 (3H, t), 1.38-1.50 (2H. m), 
1.72-1.82 (2H, m), 3.10 (2H, s), 3.14 (2H, t), 3.85 (2H, s), 7.09-7.17 (2H, 
m), 7.29 (1H, t), 7.56 (1H, s), 7.64 (2H, d), 7.67 (1H, d), 7.76 (2H, d), 
8.31 (1H, s). 

C (3- { [5- (4-^od7i^) -2-70-T/u] 7^/) f-^r] 

mm 



iH^173-174 e C; 'H-NMR (CDC1 3 -DMSO-dj ) 5 3. 11 (2H, s), 3.86 (2H, s), 6.79 
(1H, d), 7.12 (1H, d), 7.29-7.34 (2H, m), 7.42 (2H, d), 7.61 (1H, t), 7.73-7.78 
(3H, nO, 8.65 (1H, s). 

IIH2 (4) 

( {3- [ (3- {2-^^-5- [4- (hy7/Vtn^f;V) :7^/U] -3- 



'H-NMR (CDC1 3 ) 5 2.33 (3H, s), 2.59 (2H, t), 2.80 (2H, t), 3.07 (2H, s), 
3.80 (2H, s), 6.65 (1H, s), 7.04 (1H, d), 7.24 (1H, t), 7.46 (1H, s), 7.56 
(3H, a), 7.67 (2H, d), 8.57 (1H, br s). 





S C0 2 H 



«#J2 (5) 

( {3- [ (3- {2-^/U-5- [4- (h\) 7i-;H -3-7 
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S — COOH 



IMil37-13tfC; 1 H-NMR (CDClj-DMSO-d,) 8 0.93 (3H, t), 1.32-1.42 (2H, m), 
1.59-1.69 (2H, m), 2.59 (2H, t), 2.66 (2H, t), 2.81 (2H, t), 3.07 (2H, s), 
3.80 (2H, s), 6.65 (1H, s), 7.04 (2H, d), 7.24 (1H, t), 7.44 (1H, s), 7.56 
(3H, d), 7.66 (2H, d), 8.39 (1H, s). 

mmm3 



[ (3-7U^/V) IWfcn^* • m& (0. 2 1 g) , 5-7x 

~/U-2- (hy 7/M-n^,l/) -3-77^/^yK (0. 2 1 g) #l:T*h 
V^/UT^ls (0. 2 8ml) £x h 7 1 Kn 77 >- ( 1 Om 1 ) £N, N- 
5vW*AA7 $ K ( 2 m 1 ) *Tfl£# £> x ixT y 5 ^Mv?a^/l- ( 0 . 
14ml) *M-e*TU Lfc. £j£?££^8!bK*^ h y * 

^7 7 * -Kilt (^*1^ : 0T|fcn5vu= 3 : ia»g>l : 1) % 

#?>ixfc«ltt**P«^/— A' (3ml) i7F7tKo77> (3ml) 

U \&&mik-*YV trJ>*mt (1ml) fcbp*., £ifiX*-l!fe*fc#L*: 0 K 

mg) «r»5tt£ LT#fc. 
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Ii6l78-182°C; 'H-NMR (CDC1, -DMSO-de ) 8 3.10 (2H, s), 3.85 (2H, s), 7.12 

(1H, d), 7.21 (1H, s), 7.30 (1H, t), 7.39-7.51 (3H, m), 7.67-7.77 (4H, m), 
9.50 (1H, s). 



*J4 

( {3- [ (3- {2-^5vW5- [4- (MJ7/Utn^f/W) 7 -3-7 



S^COOH 



[ (S-TS^l'SVU) ^tf] S¥K^/W-lftif4e (0. 2 0gK 3- {2- 
5 - [ 4- ( h <J 7;^d^ 5vw) 7 ^-/Kl - 3-7 y /W i/Wt ( 0 . 

2 4gK l-k Ko*^>^MIT»/-4^JcSi*b (0. 1 4 g) feit^hU^ 
fyl'T^^ (0. 16ml) £N, N-^fvMWATS K (5ml) <t>-?fflfc 
Lfrfrb, 1-jc^u-3- O-^^/WT^/ypkVU) #/V#$^f ^ K • &&. 

ift (o. i8 g ) sr^a-c*p^.» ufc. frfcmzfcmfrjii- h 

y 17 A-C«*. ^I^«EI4 Lfco # b*bfcM*«r> * / -/V ( 3 m 1 ) t 
7h7tFD77y (3ml) tC«W»U m^Sf^hJJ V^imm (2m 
1) £JP;i, £fi-C-Bfel*#Lfc. £fttt&ftfB* TkTMfrfcU #WCK*SJ8 

OttftflsLT* IWtt (0. 12g) LT#fc 0 

Ml39-141^C; 1 H-NMR (CDC1 3 -DMS0-d 6 ) 6 1.26 (3H, t), 2.58 (2H, t), 2.70 
(2H, q), 2.82 (2H, t), 3.07 (2H, s), 3.80 (2H, s), 6.64 (1H ,s), 7.07 (1H, 
d), 7.26 (1H, t), 7.41 (1H, s), 7.53 (1H, d), 7.57 (2H, d), 7.68 (2H, d), 
7.90 (1H, s). 



$mMA (i) , hmw4 (2) 
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mmm4 (i) 

( {3- [ ( {2-^f/l-5- [4- (M7^tn^f/V) 7i=^] -3-7U/H 




8t£l73-174r; 1 H-NMR (CDC1 3 ) 5 2.40 (3H, s), 3.07 (2H, s), 3.49 (2H, s), 
3.80 (2H, s), 6.78 (1H, s), 7.06 (1H, d), 7.24 (1H, t), 7.45 (1H, s), 7.54-7.61 
(3H, m), 7.71 (2H, d), 8.50 (1H, s). 

mnm4 (2) 

{ [3- ( (2-^f/V-5- [4- (hy7;l/tn^ 7 *.=.)V\ -3-7a>f 

° CH 3 

BL£200-202t; 'H-NMR (CXI, -DMS0-d 6 ) 8 2.71 (3H, s), 3.10 (2H, s), 3.85 
(2H, s), 7.97-7.10 (1H, m), 7.19-7.31 (4H, m), 7.64-7.72 (4H, m), 8.94 (1H, 
s). 

[ (3- { [4- (4-7/Uto7x=:;u) -2, 5-^ f/W3-7 V /V] ^ h*^} 
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S^COOH 



[4- (4-7/PtP7s^) -2, 5-^f/P-3-7!J;u] / — 
)\> (0. 29g), [ (3-fc Ko^fv"<y^) §^i?vU (o. 3 2 g) 

*5«tt^hy^/W*^7-f y (0. 39ml) (DTF7tKn77> (20ml) 
^»ry^/W^Vi!^^/K04 0%h/Ua:V^ (0. 6 8 g) llfit 

VXy/isXy&fvrhyyyj-KmV (^fy;ffi|if^=20 : 1 j6» 
£>6 : 1) , ttlfctoSrWfc. &btitz3m.®**9 S-fr (3ml) ^^h^fc 
Kd77^ (3ml) fc»j&»U l*fejc|Mk^hy »A7k»« (1- 3ml) 

Kit, &&£$Eg:feL7to #P>tvfcte^S:^y^'7 , /V'7J7A^nT h^y 
7>f-fcTl*«L hW:i»if^=l : 1 A^fHfc^/U) , 1^(6 
6mg) SrilMKtti:LT»fc. 

'H-NMR (CDC1 3 ) 6 2.28 (3H, s), 2.33 (3H, s), 3.12 (2H, s), 3.81 (2H, s), 
4.69 (2H, s), 6.79-6.95 (3H, m), 7.03 (2H, t), 7.23 (1H, t), 7.30 (2H, dd). 

mmms a) -mums (12) 

«0H5 (1) 

[ (3- { [4- (4-7/vto7i=/v) - 2 -/f y y D t>- 5 f />- 3 -7 y /V] 

7 -Ov^/U) m 
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F 




:H 3 



CH 3 

mft®; 'H-NMR (CDClj) 6 1.29 (6H, d), 2.29 (3H, s), 3.04-3.18 (1H, m), 
3.12 (2H, s), 3.81 (2H, s), 4.70 (2H, s), 6.79-6.94 (3H, m), 7.03 (2H, t), 
7.22 (1H, t), 7.31 (2H, dd). 

nmM5 (2) 

[ (3- { [2—>^n^v^rv'/U-4- (4-7^tD7i-^) -5-^f;V-3-7U 

/wo *h**» mm 




mftta; ' H-NMR (CDClj) 5 1.20-1.45 (2H, m), 1.55-1.85 (8H, m), 2.28 (3H, 
s), 2.65-2.80 (1H, m), 3.13 (2H, s), 3.81 (2H, s), 4.70 (2H, s), 6.80-6.95 
(3H, m), 7.02 (2H, t), 7.23 (1H, t), 7.31 (2H, dd). 

C (3- { [4- (4-7;i/tD7x-^) -5->f/v-2-7i=;w-3-7!)^] > 
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ttttfe; 'H-NMR (CDClj ) 5 2.41 (3H, s), 3.14 (2H, s), 3.82 (2H, s), 4.80 
(2H, s), 6.86-6.98 (3H, m), 7.06 (2H, t), 7.22-7.44 (6H, m), 7.66-7.70 (2H, 
m). 

mmms (4) 

[ (3- { [5-7i=;u-2- (Ml7/v^-p^^V) -3-7JJ;u] * b*is} ^ 




11^84-85^; 1 H-NMR (CDC1 3 ) 6 3. 11 (2H, s), 3.84 (2H, s), 5.09 (2H, s), 

6.85 (1H, s), 6.87-6.99 (3H, m), 7.27 (1H, t), 7.34-7.46 (3H, m), 7.67-7.73 
(2H, m). 

mums (5) 

{ [3- ( (2-xf;V-5- [4- ( h ]) * *f-;V) 7 ai~)V\ -3-y])M 




S^COOH 



H^93-94'C; * H-NMR (CDC1 } ) 5 1.31 (3H, t), 2.77 (2H, q), 3.12 (2H, s), 
3.83 (2H, s), 4.88 (2H, s), 6.78 (1H, s), 6.86-6.97 (3H, m), 7.25 (1H, t), 
7.59 (2H, d), 7.70 (2H, d). 
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mmm5 (6) 

{ [3- ( {2— T y^nf/W5- [4- (hy7/^D^f/U) 7x=y^ -3- 



CH 3 

Bt684-85t; 'H-NMR (CDC1 3 ) 5 1.34 (6H, d), 3.12 (2H, s), 3.12-3.21 (1H, 

m), 3.83 (2H, s), 4.89 (2H, s), 6.77 (1H, s), 6.88 (1H, dd), 6.93-6.97 (2H, 
m), 7.25 (1H, t), 7.59 (2H, d), 7.70 (2H, d). 

mmms (7) 

{ [3- ( {2-7*^-5- [4- (MJ7^tn^f/l/) 7i^] -3-7!)^} 



»£77-78t;; 'H-NMR (CX1 3 ) 5 0.94 (3H, t), 1.34-1.46 (2H, m), 1.64-1.74 
(2H, m), 2.73 (2H, t), 3.12 (2H, s), 3.83 (2H, s), 4.87 (2H, s), 6.79 (1H, 
s), 6.87-6.97 (3H, m), 7.26 (1H, t), 7.59 (2H, d), 7.70 (2H, d). 

mMM5 (8) 

3- (4- { [5- (4-7/Vtn7i=/V) -2-^f/W3-7!);V] * - 



Hfc^l23-125t:; 1 H-NMR (CDC1 3 ) 5 2.31 (3H, s), 2.37 (3H, s), 2.62 (2H, t), 
2.91 (2H, t), 4.82 (2H, s). 6.58 (1H, s), 6.74-6.80 (2H, m), 7.04 (2H, t), 
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PCT/JP2003/011308 



3- [4- ( {2-xf/W5- [4- (h V 7i^l/] -3-7 VM 

l!!l^95-97 e C ; 1 H-NMR (CDC1 3 ) 5 1.30 (3H, t), 2.31 (3H, s), 2.62 (2H, t), 

2.76 (2H, q), 2.91 (2H, t), 4. 84 (2H, s), 6. 74-6. 79 (3H, m), 7.08 (1H, d), 
7.59 (2H, d), 7.70 (2H, d). 

m&M5 (10) 

3- [4- ( {2--T y7*n tVW-5- [4- (H)7^*o^f^) 7x=^] -3- 

7 y ?V) } Y -2-* =$-^7 x. 7*n t°^"^ 



RjftlOS-lWC; 'H-NMR (CDC1 3 ) 5 1.33 (6H, d), 2.31 (3H, s), 2.62 (2H, t), 
2.91 (2H, t), 3.10-3.20 (1H, m), 4.85 (2H, s), 6.74-6.79 (3H, m), 7.08 (1H, 
d), 7.59 (2H, d), 7.70 (2H, d). 

mmis o d 

3- [4- ( {2-7*5vW-5- [4- ( h V 7 tVitu tf/V) 7i^] -3-7JJ/U} 




COOH 



O 
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8tftll8-119 < 'C; l H-NMR (CDC1,) 5 0.94 (3H, t), 1.36-1.45 (2H, m), 1.63-1.73 
(2H, m), 2.31 (3H, s), 2.62 (2H, t), 2.72 (2H, t), 2.91 (2H, t), 4.83 (2H, 
s), 6.74-6.79 (3H, m), 7.08 (1H, d), 7.59 (2H, d), 7.70 (2H, d). 

mmms (i 2) 

3- (2-^f/W4- { [5-7x-/W2- (f!J7^o^f^) -3-7y/>] t 



»^151-152 , C; 1 H-NMR (CDC1 3 ) 5 2.31 (3H, s), 2.61 (2H, t), 2.90 (2H, t), 
5.05 (2H, s), 6.73-6.82 (3H, m), 7.08 (1H, d), .7.31-7.44 (3H, m), 7.68-7.71 
(2H, m). 

2- [ (3- { [5- (4-7/Wtn7x-/V) -2-^f;W3-7y;V] ^ b*is) 



[5- (4-7/Utn7x=;U) -2-/^/^-3-7 V (1. 0 5 

g K 2 - [ ( 3 -fc Kn^rv"0^) -2-/ fvU^o \?*>&t^/l> ( 1 . 
2 9 g) *5J:^MJ^/W/}nX7-0 (2. 0 5 g) ©f h7t Ko77> (1 
0 0ml) fiBftfc 1 , 1' - ( t T*Si?#A*#—JI') v^f^y^^ (2. 56g) 

ilL (^t>:SKxf/V=3 0 : 1*»&9 : 1) , #?>H7t 
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(30ml) tfl>7tKo77y (30ml) Kl*a»U 

lmfefrfflk-rhv tJ»*m& (iomi) zmz., ^M.x—mtmLtc 0 

fctt^JEj**'^-/ y T'n tVv^-T/v-^df^^ J: 9 ^kUT, i ( 1 . 4 
9 g) «r*S**UO#fc. 

BMfcl34-13tfC; 1 H-NMR (CDC1 3 ) 6 1.56 (6H, s), 2.37 (3H, s), 3.88 (2H, s), 
4.84 (2H, s), 6.58 (1H, s), 6.84 (1H, dd), 6.91-6. 96 (2H, m), 7.04 (2H, 
t), 7.21 (1H, t), 7.58 (2H, dd). 



16 (l) ~mmm& (126) 

(1) 

[ (3- { [5- (4-7;viu7i-^) -2-^f/h3-7!J;i'] h*^} 

^) mm 



S^COOH 




HWU20-122C; 'H-NMR (CDC1 3 ) 6 2.39 (3H, s), 3.12 (2H, s), 3.84 (2H, s), 
4.87 (2H, s), 6.60 (1H, s), 6.86-6.97 (3H, m), 7.05 (2H, t), 7.26 (1H, t), 
7.59 (2H, dd). 

£MW6 (2) 

{ [3- ( (2-^^-5- [4- (MJ7/Vtn^f/V) 7x=^] -3-7VM 
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XT 1 



S C0 2 H 



T^jvyr* ; 'H-NMR (CDC1 3 ) 5 2.41 (3H, s), 3.11 (2H, s), 3.83 (2H, s), 
4.97 (2H, s), 6.78 (1H, s), 6.86-6.89 (1H, m), 6.93-6.97 (2H, m), 7.22-7.27 
(1H, m). 7.58 (2H, d), 7.69 (2H, d). 

HJfe0>J6 (3) 

[2-/f;W4- ( {2-^^/U-5- [4- (hi) 7/M-tf 7x=;H -3- 

* h3-» 7i=/v] an 



SI^147-149 < C; 1 H-NMR (CDC1 3 ) 8 2.30 (3H, s), 2.39 (3H, s), 3.61 (2H, s), 
4.83 (2H, s), 6.76-6.82 (3H, m), 7.12 (1H, d), 7.59 (2H, d), 7.70 (2H, d). 

mmme (4) 

3- [2-^f;M- ( {2-^f;^5- [4- ( bV J-jV) - 



HAMO-UHC; 1 H-NMR (CDC1 3 ) 5 2.31 (3H, s), 2.40 (3H, s), 2.61 (2H, t), 
2.90 (2H, t)i 4.83 (2H, s), 6.73-6.79 (3H, m), 7.08 (1H, d), 7.58 (2H, d), 
7.69 (2H, d). 

mmme (5) 

2-^f/^2- [4- ( {2-^^-5- [4- (MJ7;l/to^f/U) 7m=/l/| - 





Me 
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0v |Q^Ie. Me 



V 

0 C0 2 H . 

Ml34-135^C; 1 H-NMR (CDC1,) 6 1.54 (6H, s), 2.39 (3H, s), 4.83 (2H, s), 

6.76 (1H, s), 6.86-6.95 (4H, m), 7.59 (2H, d) 7.70 (2H, d). 

m&M6 (6) 

3- [2-p< h**>-4- ( {2-^f^5- [4- (MJ 7x=;^ 
-3-7 VM * h*~» 7s^] -futty&t 



^^C0 2 H 



St^l59-160 < C; 1 H-NMR (CDC1,) 5 2.40 (3H, s), 2.63 (2H, t), 2.88 (2H, t), 

3.78 (3H, s), 4.83 (2H, s), 6.46-6.49 (2H, m), 6.77 (1H, s), 7.07 (1H, d), 
7.59 (2H, d), 7.70 (2H, d). 

mmme (7) 

[4- ( {2-^/W5- [4- (hy7/Vto^f/V) 7i=;U] -3-7 / 
/=\ O-^Me 

^O^C0 2 H 

Ifc,6l68-169 , C; 1 H-NMR (CDC1 3 ) 5 2.38 (3H, s), 4.55 (2H, s), 4.81 (2H, s), 
6.77 (1H, s) 6.88 (4H. s), 7.59 (2H, d), 7.70 (2H, d). 



(8) 

[4- (3- {2-^ f;U-5- [4- (MJ7/^a^^/W) -3-7!^} 
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0 




^\^C0 2 H 



»^113-114'C; l H-NMR (CDCl,) 5 1.98-2.05 (2H, m), 2.27 (3H, s), 2.57 (2H, 
t), 3.59 (2H, s), 3.94 (2H, t), 6.59 (1H, s), 6.86 (2H, d), 7.19 (2H, d), 
7.57 (2H, t). 7.67 (2H, d). 

mMW6 (9) 

[4- ( {2-^^-5- [4- (h !)7 jVitvtl-tV) y^~/V\ -3-7V/V) * 



'H-NMR (CDC1 3 ) 8 2.39 (3H, s), 3.60 (2H, s), 4.85 (2H, s), 
6.77 (1H, s), 6.92 (2H, d), 7.20 (2H, d), 7.59 (2H, d), 7.70 (2H, d). 

mMM6 (10) 

[2-> h^v-4- ( {2-^f/W5- [4- ( h !) ptfvW) V ^=-)V\ - 



j»^168-169t:; 'H-NMR (CDC1 3 ) 6 2.41 (3H, s), 3.61 (2H, s), 3.80 (3H, s), 
4.85 (2H, s), 6.53-6.55 (2H, m), 6.79 (1H, s), 7.11 (1H, d), 7.60 (2H, d), 
7.71 (2H, d). 

£teM6 (11) 

[ (3- { [5- (4-7;i/tD7x=;u) -2-^f/u-3-7y;v] * b*is} 




/=\ O^-Me 




vOMe 
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°Kh 3 

^109-110^; 'H-NMR (CDC1 3 ) 5 2.38 (3H, s), 4.14 (2H, s), 4.64 (2H, s), 

4.86 (2H, s), 6.59 (1H, s), 6.92-6.98 (3H, m), 7.04 (2H, t), 7.30 (1H, t), 
7.58 (2H, dd). 

MMM6 (1 2) 

{ [3- (3- {2-y^vl"-5- [4- (h!)7/Vtn^f;V) 7i-/V] -3-yV 
;V) ^5?/U] mm 

Sk^C106-107 e C; 'H-NMR (<CDC1 3 ) 5 0.89 (3H, t), 1.27-1.39 (2H, m), 1.56-1.66 
(2H, m), 1.98-2.07 (2H, m), 2.58 (2H, t), 2.61 (2H, t), 3.11 (2H, s), 3.81 
(2H, s), 3.96 (2H, t), 6.60 (1H, s), 6.79-6.82 (1H, m), 6.89-6.91 (2H, m), 
7.22 (1H, t), 7.57 (2H, d), 7.66 (2H, d). 

«0IJ6 (1 3) 

[4- (2- {2-^f/V-5- [4- (MJ^/M-o^/u) 7s=y^ -3-7 y/W 



I C0 2 H 



S4^115-116t:; 'H-NMR (CDC1,) 6 2.34 (3H, s), 2.84 (2H, t), 3.58 (2H, s), 
4.08 (2H, t), 6.66 (1H, s), 6.86 (2H, d), 7.18 (2H, d), 7.57 (2H, d), 7.68 
(2H, d). 

■mm* (14) 

(4->f;W2- [ ( { 2 =f-)V- 5 - [4- (H)7;Vtn>f^) 7 - 
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3 - 7 V /W 3-^7 V-JV- 5 -y( iV\ 

/=\ O^-Me 



S~VCO,H 



H6175-1761C: l H-NMR (CDC1 3 ) 8 2. 32 (3H, s), 2.34 (3H, s), 3.67 (2H, s), 
4.15 (2H, s), 6.70 (1H, s), 7.57 (2H, d), 7.67 (2H, d). 

WJ6 (1 5) 

[3- (3- {2-7*^/V-5- [4- (M;7;^n>f/v) 7i=/V] -3-7U/V} 




iXcOOH 



S1^80-82 1 C; 'H-NMR (CDC1 3 ) 5 0.89 (3H, t), 1.26-1.39 (2H. m), 1.56-1.66 

(2H, m), 1.97-2.06 (2H, m), 2.57 (2H, t), 2.60 (2H, t), 3.61 (2H, s), 3.95 

(2H, t), 6.59 (1H, s), 6.79-6.87 (3H, m), 7.23 (1H, t), 7.56 (2H, d), 7.66 
(2H, d). 



mmme a 6) 

[4- (3- {2-^/U-5- [4- (h^/wtn^f;!/) 7 *=-;V] -3-7 9M 

,iX C00H 

CH 3 

j»^96-97'C; 'H-NMR (CDC1,) 8 0.89 (3H, t), 1.27-1.39 (2H, m), 1.56-1.66 
(2H, m), 1.97-2.06 (2H, m), 2.57 (2H, t), 2.60 (2ft t), 3.59 (2H, s), 3.94 
(2H, t), 6.59 (1H, s), 6.85 (2H, d), 7.18 (2H, d), 7.57 (2H, d), 7.66 (2H, 
d). 
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mmme (17) 

{2- [ (3- (2-y^/V-5- [4- (hV yj\s*vt=3-jV) 7x=;H -3-7 V 



M93-94X:; 'H-NMR (CDC1 3 ) 5 0.93 (3H, t), 1.31-1.43 (2H, m), 1.59-1.69 
(2H, m), 1.95-2.04 (2H, m), 2.32 (3H, s), 2. 53 (2H, t), 2.62 (2H, t), 3.14 
(2H, t), 3.73 (2H, s), 6.57 (1H, s), 7.57 (2H, d), 7.66 (2H, d). 

mmme (is) 

[2- ( { [5- (4-7^tn7x=:/V) -2-^f/l-3-7!J^] *<J-M 

-4-^f/v-i, 3-f7/-/i-5-^/v] mm 



^202-205^; 'H-NMR (CDC1 3 -DMSO-de ) 5 2.30 (3H, s), 2.34 (3H, s), 3.67 
(2H, s), 4.15 (2H, s), 6.52 (1H, s), 7. 03 (2H, t), 7.55 (2H, dd). 

mmme a 9) 

4- (3- { [5- (4-7;^n7x^) -2-^f/V-3-7!)/V] * h=¥iX} 7 




COOH 




CH 3 




Hi.698-99 < C; 1 H-NMR (CDC1 3 ) 8 1.89-2.04 (2H, m), 2.38 (2H, t), 2.66 (2H, 
t), 4.84 (2H, s), 6.60 (1H, s), 6.79-6.84 (3H, m), 7.05 (2H, t), 7.22 (1H, 
t), 7.59 (2H, dd). 



WO 2004/022551 



PCT/JP2003/011308 



242 



mmme (20 

{ [3- (3- {2-^/^-5- [4- (by 7/W*p^?vU) 7i=;V] -3-7 v 

ffi!^106-107 < C; 'H-NMR (CDC1 3 ) 5 1.22 (3H, t), 1.98-2.07 (2H, m), 2.58 (2H, 
t), 2.64 (2H, q), 3.11 (2H, s), 3.81 (2H, s), 3.96 (2H, t), 6.59 (1H, s), 
6.78-6.81 (1H, m), 6. 89 (1H, s), 6.90 (1H, d), 7.22 (1H, t), 7.57 (2H, d), 
7.67 (2H, d). 



$mM6 (2 1) 

{ [3- ( {2-^/b-5- [4- (h y 7^-/1/] -3-7]);U) 




H&MrWfCl 'H-NMR (CDC1 3 ) 8 2.39 (3H, s), 3.11 (2H, s), 3.83 (2H,' s), 
4.86 (2H, s), 6.66 (1H, s) f 6.86-6.97 (3H, m), 7.19 (2H, d), 7.25 (1H, t), 
7.62 (2H, d). 



mmme (22) 

3- [2-^f;P-4- (2-{2-^/l-5- [4- ( h ]) 7 **f-)\,) 7i=/^ 
-3-7 y/W *-Y**/) ^o^^ 




St^ll8-120 , C; 'H-NMR (CDC1,) 5 2.28 (3H, s), 2.34 (3H, s), 2.59 (2H, t), 
2.81-2.90 (4H, m), 4.06 (2H, t), 6.61-6.71 (3H, m), 7.04 (1H, d), 7.57 (2H, 
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mmme (23) 

[4- (2- (2-^^-5- [4- (MJ7;Utn^f/i/) 7i=^] -3-7VM 

§4^132-133*0; 'H-NMR (CDC1 3 ) 5 2.34 (3H, s), 2.83 (2H, d), 4.05 (2H, d), 
4.62 (2H, s), 6.65 (1H, s), 6.81-6.85 (4H, m), 7.57 (2H, d), 7.67 (2H, d). 

gmme (2 4) 

3- [2-;* ^-4- (3- (2-^f/W5- [4- ( hV y frlru y^—fr] 
/=\ Ov^Me 




I 2 

^^^C0 2 H 



MM. 125-126*C ; 1 H-NMR (CDC1 3 ) 5 1.95-2.04 (2H, m), 2.27 (3H, s), 2.28 (3H, 
m), 2.53-2. 63 (4H, m), 2.88 (2H, t), 3. 92 (2H, d), 6.59 (1H, s), 6.48-6.71 
(2H, m), 7.02 (1H, d), 7.56 (2H, d), 7.66 (2H, d). 

mmme (25) 

[4- (3- {2-^f/w5- [4- (yyy;v*nt?-jv) y*~/v\ -3-yVM 



^O^C0 2 H 

®l!^134-135 e C; ' H-NMR (CDC1 3 ) 5 1.98-2.04 (2H, m), 2.26 (3H, s), 2.56 (2H, 
t), 3.90 (2H, t), 4.62 (2H, s), 6.58 (1H, s), 6.81-6.88 (4H, m), 7.56 (2H, 
d), 7.66 (2H, d). 
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mrnwe (2 6) 

[3- (3- { [4- (hV7^n/^u) 7xx/P] -3-7 IJ A-} 



iWS113-114 , C; 'H-NMR (CDC1,) 5 1.22 (3H, t), 1.97-2.06 (2H, m), 2.58 (2H, 
t), 2.64 (2H, q), 3.61 (2H, s), 3.96 (2H, t), 6.59 (1H, s), 6.79-6.86 (3H, 
m), 7.23 (1H, t), 7.57 (2H, d), 7.66 (2H, d). 

I»fl6 (2 7) 

[4- (3- (2-xfA-5- [4- (bV7;l'*a* s ?M 7i-/V] -3-7 D/W 



96^121-122^; 'H-NMR (CDC1 3 ) 8 1.22 (3H, t), 1.97-2.06 (2H, m), 2.57 (2H, 
t), 2.64 (2H, q), 3.59 (2H, s), 3.95 (2H, t), 6.59 (1H, s), 6.85 (2H, d), 
7.18 (2H, d), 7.57 (2H, d), 7.66 (2H, d). 

mmm6 (2 8) 

{2- [ (3- {2-^ 57V- 5- [4- (h!/7/^D>^U) 7x=^] -3-7 y 
/V} 7*o tf/W) - 4 fvU- 1 , 3 -^T 5 -W ^} 



»^99-100t:; 'H-NMR (CDC1 3 ) 5 1.25 (3H, t), 1.94-2.05 (2H, m), 2.31 (3H, 
s), 2.53 (2H, t), 2.66 (2H, q), 3.14 (2H, t), 3.73 (2H, s), 6.57 (1H, s), 




COOH 
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m&me (29) 

[ (3- {1- [5- (4-7/^p7i^) -2->f;u-3-7!l;U] ^h^M 



CH 3 

,S^,C00H 

7^7 7^19*; 'H-NMR (CDC1 3 ) 8 1.62 (3H, d), 2.34 (3H, s), 3.02 (2H, 

s), 3.78 (2H, s), 5.26 (1H, q), 6.55 (1H, s), 6.77-6.90 (3H f m), 7.02 (2H, 
t), 7.19 (1H, t), 7.55 (2H, dd). 

mmme oo) 

[ (3- {1- [5- (4-7>tn7i=M -2-^f/W3-7y;V] 7 V**/) 



ffltiftgr. 'H-NMR (CDC1 3 ) 6 0.96 (3H, t), 1.33-1.58 (2H, m), 1.70-1.87 (1H, 

m), 1.94-2.09 (1H, m), 2.34 (3H, s), 3.00 (2H, s), 3.77 (2H, s), 5.04 (1H, 

t), 6.51 (1H, s), 6.75-6.88 (3H, m), 7.02 (2H, t), 7.17 (1H, t), 7.54 (2H, 
dd). 

HJfeflie (3 1) 

2-^f^-2- [4- (3- {2-/i-/V-5- [4- (h V 7jV*n 7x^] 
-fuif^y) y*;*i/] 7"nfM 
/=\ o^Me 



Ti Me v Me 

^0 X C0 2 H 
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8^123-124^; 'H-NMR (CDC1 3 ) 5 1.54 (6H, s), 1.97-2.04 (2H, m), 2.26 (3H, 
s), 2.57 (2H, t), 3.92 (2H, t), 6.59 (1H, s), 6.76-6.94 (4H, m), 7.57 (2H, 
d), 7.66 (2H, d). 

mmme 02) 

[ (2- {2-^^-5- [4- (MJ7^*n>f^) 7x-^] 



gfe/^C130-132 c C: 'H-NMR (CDC1 3 ) 5 2.31, 2.32 (6H, each s), 2.81 (2H, t), 
3.31 (2H, t), 3.71 (2H, s), 6.60 (1H, s), 7.57 (2H, t), 7.66 (2H, d). 

mm* (33) 

{A-**f-/V-2- [ (3- (2-^^5- [4- 
-3-7U;W 7*ntV>) -1. 3-f7/-;v-5-'f^) 



IWCllO-lltfC; 'H-NMR (CDClj) 5 1.82-1.95 (2H, m), 2.24 (6H, s), 2.41-2.45 
(2H, m), 3.07 (2H, t), 3.59 (2H, s), 6.53 (1H, s), 7.53 (2H, d), 7.62 (2H, 
d). 

mmsme (3 4) 

3- [6- ( {2-*7-Jl^5- [4- ( h !) yfrXu t^-jV) -7jl-/V\ 



j»£l91-192t; 'H-NMR (CDC1 3 ) 6 2.44 (3H, s), 2.76 (2H, t), 3.09 (2H, t), 
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4.97 (2H, s), 6.82 (1H, s), 7.15-7.20 (2H, m), 7.31 (1H, dd) 7.57-7.60 (3H, 
m), 7.66-7.72 (4H, m). 

(3 5) 

2- [ (3- {2- [5- (4-7/Vtn7x^/V) - 2 f-jV- 3 -7 !) /V] 



jefe^k78-81 < C; 'H-NMR (CDC1 3 ) 5 1. 55 (6H, s), 3.31 (3H, s), 2.82 (2H, t), 
3.86 (2H, s), 4.07 (2H, t), 6.46 (1H, s), 6.76 (1H, dd), 6.87 (1H, s), 6.90 
(1H, d), 7.02 (2H, t), 7.18 (1H, t), 7.55 (2H, dd). 

HJfc0IJ6 (3 6) 

{4-^^-2- [ ( {2-/^-5- [4- (M)7/Vto> hZ-is) y 
-3-7D/W} -l, 3-f7/-/v-5-i';u} m 



l!^i;i63-165 t C; 1 H-NMR (CDC1 3 -DMSO-de ) 6 2.31 (3H, s), 2.34 (3H, s), 3,67 
(2H, s), 4.15 (2H, s), 6.58 (1H, s), 7.18 (2H, d), 7.59 (2H, d). 

(3 7) 

2- {[3- ({2- [5- (4-7/^D7x-/V) - 2 -p< ?VW- 3 -7 U 



Me Me 



u Me 



COOH 




COOH 



Pr-n 



Me Me 




ffttt*; 'H-NMR (CDClj ) 6 0.90 (3H, t), 1.19-1.62 (3H, m), 1.56 (6H, s), 
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1.71-1.88 (1H, m), 2.31 (3H, s), 2.89-3.00 (1H, m), 3.85 (2H, s), 3.95 (2H, 
d), 6.45 (1H, s), 6.73-6.77 (1H, m), 6.86 (1H, s), 6.89 (1H, d), 7.03 (2H, 
t), 7.18 (1H, t), 7.57 (2H, dd). . 

mmm6 os) 

[2- ( {2- [5- (4-7y^P7*=yV') - 2 5v>- 3 -7 V >V\ 
f-M 3-f7/-;v-5-/f;i/] SSI 



CH 3 

14^124-12610; l H-NMR (CDC1 3 ) 5 2.29 (3H, s), 2.32 (3H, s), 2.80 (2H, t), 
3.31 (2H, t), 3.72 (2H, s), 6.42 (1H, s), 7.03 (2H, t), 7.55 (2H, dd). 

H»J6 (3 9) 

[5- (3- {2-^5vV-5- [4- (M)7^ta>^V) 7i^] -3 



St^lSS-lSgt:; : H-NMR (CDCl,) 5 1.22 (3H, t), 1.95-2.05 (2H, m), 2.56 (2H, 
t), 2.64 (2H, q), 3.64 (2H, s), 3.79 (3H, s), 3.91 (2H, t), 6.59 (1H, s), 
6.78 (3H, s), 7.57 (2H, d), 7.67 (2H, d). 

mmme uo 

[3- (3- { 2 -jc^vW- 5 - [4- (MJ7/M-n>?ylO 7 -3 
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M^137-138^C; 'H-NMR (CDC1 3 ) 5 1.22 (3H, t), 2.03-2.12 (2H, m), 2.58 (2H, 
t), 2.64 (2H, q), 3.55 (2H, s), 3.85 (3H, s), 4.01 (2H, t), 6.60 (1H, s), 
6.78-6.82 (3H, m), 7.56 (2H, d), 7.66 (2H, d) . 



ne (4 1) 

2- [ (3- { [5- (3-^ Y^yy^jV) -2-^f/V-3-7y/V] * 



^COOH 

MeO CH 3 



); 'H-NMR (CDClj) 5 1.56 (6H, s), 2.38 (3H, s), 3.84 (3H. s), 3.88 
(2H, s), 4.83 (2H, s), 6.65 (1H, s), 6.77 (1H, ddd), 6.82-6.85 (1H, m), 
6.91-6.97 (2H, m), 7.15-7.28 (4H, m). 

»6 (4 2) 

{ [4-7/V^-n-3- ( [2-/^-5- [4- (h V 7fr*ti 7 



_,S^.COOH 

CH, 

U^l 10-11 1^; 'H-NMR (CDC1 3 ) 8 2.41 (3H, s), 3.08 (2H, s), 3.80 (2H, s), 
4.96 (2H. s). 6.80 (1H, s), 6.86-6.92 (1H, m), 6.99-7.08 (2H, m), 7.59 (2H, 
d), 7.70 (2H, d). 



IM6 (4 3) 

{ [2-7/M-P-5- ( {2->^/U-5- [4- (h])y^o^f-/U) 7 
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8*^105-106^; 'H-NMR (CDClj) 8 2.40 (3H, s), 3.19 (2H, s), 3.86 (2H, s), 
4.84 (2H, s), 6.78 (1H, s), 6.82-6.88 (1H, m), 6.92-7.05 (2H, m), 7.60 (2H, 
d), 7.71 (2H, d). 



Mlfem6 (4 4) 

2- [4- (3- (2-^^vU-5- [4- (F^/^d^^) 7i^] 



Ma Ma 



o 



jQP^cooh 



W VVcH 3 

Bt^l02-103t:; 1 H-NMR (CDC1,) 5 1.22 (3H, t), 1.58 (6H, s), 1.97-2.06 (1H, 

m), 2.57 (2H, t), 2.64 (2H, q), 3.95 (2H, t), 6.59 (1H, s), 6.85 (2H, d), 
7.30 (2H, d), 7.57 (2H, d), 7. 66 (2H, d). 

%MW6 (4 5) 

2- [3- (3- {2-^^-5- [4- (MJ7;uto>f;i') 7 *.~>V\ 
-3-7VM yutf^-is) 7x^] -2-^7^/uya^^ 




«WC94-95 , C; 'H-NMR (CDC1 3 ) 5 1.22 (3H, t), 1.58 (6H, s), 1.98-2.07 (1H, 
m), 2.58 (2H, t), 2.64 (2H, q), 3.96 (2H, t), 6.59 (1H, s), 6.77 (1H, ddd), 
6.94-6.98 (2H, m), 7.24 (1H, t), 7.57 (2H, d), 7.66 (2H, d). 



mmme (4 6) 

[3- (3- { 2 -^/U- 5 - [4- (MJ7^D^f/V) 7x^yU] -3 
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-7 DM 7°vtf*is) -4-7;V*u7zc^;V] ffik 




COOH 



^91-93^; 'H-NMR (CDC1 3 ) 6 1.21 (3H, t), 2.01-2.10 (2H, m), 2.60 (2H, 
t), 2.64 (2H, q), 3.57 (2H, s), 4.02 (2H, t), 6.60 (1H, s), 6.78 (1H, ddd), 
6.85 (1H, dd), 7.02 (1H, dd), 7.57 (2H, d), 7.67 (2H, d). 

MMm (4 7) 

[5- (3- 5- [4- (F!J7^a^f;l/) 7x^/1^] -3 

-7])/u} yuttis) -2-7^o7i=;v] tfm 




COOH 



0-V,CH 3 

18^128-129^; 'H-NMR (CDC1 3 ) 5 1.22 (3H, t), 1.96-2.05 (2H, m), 2.57 (2H, 
t), 2.63 (2H, q), 3.67 (2H, d), 3.91 (2H, t), 6.58 (1H, s), 6.73-6.78 (2H, 
m), 6.97 (1H, t), 7.57 (2H, d), 7.67 (2H, d). 

£MM6 (4 8) 

{ [2-^^-3- ( {2-^fvU-5- [4- (hV7/\s*n*?-/\') 7s 
-/w] -3-7VM J -<**JjV>] 3-Hr) ffik 




S^COOH 



®MU51-152 < C; 'H-NMR (CDC1,) 6 2.27 (3H, s), 2.40 (3H, s), 3.16 (2H, s), 
3.88 (2H, s), 4.86 (2H, s), 6.78 (1H, s), 6.88 (1H, d), 6.89 (1H, d), 7.12 
(1H, t), 7.59 (2H, d), 7.71 (2H, d). 



mmme (49) 
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{ [2-oih^^-5- ( [4- (M)7/^o^f^) 7 



tt£85-87t;; 'H-NMR (CDC1,) 5 1.41 (3H, t), 2.39 (3H, s), 3.21 (2H, s), 
3.84 (2H, s), 4.02 (2H, q), 4.82 (2H, s), 6.78 (1H, s), 6.82 (1H, s). 6.82 
(1H, d), 6.91 (1H, d), 7.58 (2H, d), 7.69 (2H, d). 

mmme (so) 

[3- (3- {2-^/1—5- [4- (hi) 7)V^n^^;V) 7x=;U] -3 



Sk£l09-1 10TC; 'H-NMR (CDClj) 5 1.22 (3H, t), 2.00-2.09 (2H. m), 2.22 (3H, 
s), 2.60 (2H, t), 2.63 (2H, q), 3.69 (2H, s), 3.96 (2H, t), 6.59 (1H, s), 
6.75 (1H, d), 6.81 (1H, d), 7.10 (1H, t), 7.57 (2H, d), 7.66 (2H, d). 

{ [4->5vU-3- ( {2-*?-;V-5- [4- ( h ]} o * 7*. 



mAUO-m'C; 'H-NMR (CDC1 3 ) 5 2.21 (3H, s), 2.42 (3H, s), 3.11 (2H, s), 
3.83 (2H, s), 4.89 (2H, s), 6.78 (1H, s), 6.83 (1H, dd), 6.91 (1H, d), 7.09 
(1H, d), 7.59 (2H, d), 7.70 (2H, d). 
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■$mme> (52) 

( {1- [3- ( {2-7*^-5- [4- (MJ7/M-n^?yU) 7^-/V] 



ttftfe; 'H-NMR (CDC1 3 ) d 0.88 (3H, t), 1.21-1.42 (2H, m), 1.77-1.91 (2H, 
m), 2.41 (3H, s), 2.93 (1H, d), 3.04 (1H, d), 3.97 (1H, dd), 4.87 (2H, s), 
6.79 (1H, s). 6.85-6.95 (3H, m), 7.24 (1H, t), 7.59 (2H, d), 7.70 (2H, d). 

■gmme (5 3) 

[2- ( { [5- (3-/ -2-^f^-3-7!)^] ^fvW 



Ml74-176t:; 'H-NMR (CDC1, -DMSO-dj ) 8 2.31 (3H, s), 2.34 (3H, s), 3.67 
(2H, s), 3.84 (3H, s), 4.15 (2H, s), 6.60 (1H, s), 6.75-6.79 (1H, ra), 7.13 
(1H, s), 7.18 (1H, d), 7.26 (1H, t). 

MMM6 (5 4) 

{ [4-*DP-3- ( {2-^^/V-5- [4- (h!) 7/M-tM?W) 7* 



St^-lOlt:; 'H-NMR (CDCl, ) 5 2.43 (3H, s), 3.08 (2H, s), 3.82 (2H, s), 
4.98 (2H, s), 6.82 (1H, s), 6.89 (1H, dd), 7.03 (1H, d), 7.32 (1H, d), 7.60 
(2H, d), 7.71 (2H, d). 





CH 3 



COOH 
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(55) 

{ [3->fvl/-5- ( {2-p<^-5- [4- ( h y 7^:*-p fvu) 7. 



g*^123-124 < C; 'H-NMR (CDC1,) 5 2.32 (3H, s), 2.41 (3H, s), 3.13 (2H, s), 
3.79 (2H, s), 4.85 (2H, s), 6.70 (1H, s), 6.76 (2H, s), 6.77 (1H, s), 7.58 
(2H, d), 7.69'(2H, d). 

mmm6 (5 6) 

[3- (3- { 2 -^/V- 5 - [4- (h!i7^tn^f/P) -3 

Ma 



St^lOO-lOlt; 1 H-NMR (CDClj) 5 1.22 (3H, t), 1.96-2.04 (2H, m), 2.30 (3H, 
s), 2.57 (2H, t), 2.64 (2H, q), 3.56 (2H, s), 3.94 (2H, t), 6.59 (1H, s), 
6.63 (2H, s), 6.67 (1H, s), 7.56 (2H, d), 7.66 (2H, d). 

H!fe0t|6 (5 7) 

2- [4- (3- { 2 -JtfvV- 5 - [4- ( h ]) p< f-,v) 7i-^] 



O^COOH 



^70-71*0; 'H-NMR (CDC1 3 ) 8 1.22 (3H, t), 1.53 (6H, s), 1.95-2.09 (2H, 
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m), 2.58 (2H, t), 2.64 (2H, q), 3.93 (2H, t), 6.60 (1H, s), 6.81 (2H, d). 
6.92 (2H, d), 7.58 (2H, d), 7.68 (2H, d). 

mms (5 8) 

2 - [2-^tiP-4- (3 - {2-^f"/V-5- [4- ( h V y/VJrv * ^jV) 
7x=;V] -3-7y/W -7uX**s) 7x/^i/] -2-^^/V^nk°^-^ 



0-\^,CH 3 

tttiftlfe; 'H-NMR (CDC1 3 ) 5 1.22 (3H, t), 1.58 (6H, s), 1.97-2.06 (2H, m), 

2. 57 (2H, t), 2.63 (2H, q), 3.92 (2H, t), 6.58 (1H, s), 6.73 (1H, dd), 6.94 

(1H, d), 7.04 (1H, d), 7.57 (2H, d), 7.67 (2H, d). 

nmm (59) 

2-/?vV-2- { [3- ( {2-/^-5- [3- {Y)>y/^n^=f-;v) 
7i^] -3-7U/W t Tit) -7u\£*Vm 



IU£81-82 I C; 'H-NMR (CDC1,) 5 1.57 (6H, s), 2.40 (3H, s), 3.88 (2H, s), 
4.86 (2H, s), 6.75 (1H, s), 6.82-6.87 (1H, m). 6.92-6.96 (2H, m), 7.22 (1H, 
t), 7.46 (2H, d), 7.75-7.79 (1H, m), 7.86 (1H, s). 

mmm& (6 0) 

2- (4- { [5- (3-^ h^->7i=/U) -2-^f/V-3-7y;l'] * h 



CI 
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j&£lll-112TC; 1 H-NMR (CDC1,) 5 1.54 (6H f s), 2.38 (3H, s), 3.84 (3H, s). 
4.82 (2H, s), 6.64 (1H, s), 6.76-6.80 (1H, m), 6.88 (2H, d), 6.93 (2H, d), 
7. 15-7.29 (3H, m). 

MMM6 (6 1) 

(3- {3- [2-^^yV-5- (3-* h*is7*-M -3-7U/V] 7o 



'H-NMR (CDCl a ) 5 1.21 (3H, t), 1.96-2.05 (2H, m), 2.56 (2H, t), 
2.62 (2H, q), 3.61 (2H, s), 3.84 (3H, s), 3.95 (2H, t), 6.47 (1H, s), 6.73-6.76 
(1H, m), 6.79-6.86 (3H, m), 7.13-7.27 (4H, m). 

%MM6 (6 2) 

2- (4-„{3- [2-^?vU-5- h**S7 = -A') -3-7!!^] 



fotflto; 'H-NMR (CDC1,) 5 1.20 (3H, t), 1.53 (6H, s), 1.96-2.05 (2H, m), 
2.56 (2H, t), 2.61 (2H, q), 3.84 (3H, s), 3.92 (2H, t), 6.46 (1H, s), 6.72-6.77 
(1H, m), 6.79 (2H, d), 6.90 (2H, d), 7.12-7.27 (3H, m). 





mmme (6 3) 

2-^^-2- [4- ( {2-^^-5- [3- (h!J7^B>f/V) 7 
-3-7D/W] * h*^) 7s/^] 7nf^y8 
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O^COOH 

^^^^^ ««« Me 




F 3 C' °" ^CH, 

Ife£83-84 0 C; 'H-NMR (CDC1 3 ) S 1.55 (6H, s), 2.40 (3H, s), 4.84 (2H, s), 
6.75 (1H, s), 6.86-6.97 (4H, m), 7.47 (2H, d), 7.75-7.79 (1H, m), 7.86 (1H, 
s). 

mmwe (6 4) 

{4-^^-2- [ ( {2-*f7U-5- [3- (hy.7/^o^f;V) 7^ 




PH 3 
N-^COOH 



10 ifc,ftl93-194t:; 'H-NMR (CDClj-DMSO-dg) 6 2.33 (3H, s), 2.34 (3H, s), 3.67 
(2H, s), 4.16 (2H, s), 6.70 (1H, s), 7.45-7.48 (2H, m), 7.72-7.77 (1H, m), 
7.83 (1H, s). 

mnm (65) 

15 2- { [1- (3- { [5- (4-7/Vtn7x-^) -2-^f/l/-3-7!J 

CH 3 

BkJ*i89-90 , C: 'H-NMR (CDC1 3 ) 5 1.39 (3H, s), 1.53 (3H, s), 1.56 (3H, d), 
2.38 (3H, s), 4.13 (1H, q), 4.85 (2H, s), 6.59 (1H, s), 6.81 (1H, dd), 6.93 
20 . (1H, d), 6.97 (1H, t), 7.04 (2H, t), 7.20 (1H, t), 7.57 (2H, dd). 

msme (6 6) 
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2-^^-2- ( {1- [3- ( {2-^t^vb-5- [4- (h!)7;^n> 



j»^C75-77 e C; 'H-NMR (CDC1,) 5 1.40 (3H, s), 1.53 (3H, s), 1.56 (3H, d), 
2.42 (3H, s), 4.14 (1H, q), 4.87 (2H, s), 6.79 (1H, s), 6.79-6.84 (1H, ra), 
6.92-6.99 (2H, a), 7.21 (1H, t), 7.59 (2H, d), 7.71 (2H, d). 

mmme (6 7) 

2- [3- (3- {2-^?vU- 5- [4- (hy^/^opt^/w) 7:c~/l/] 




ttttfe; 'H-NMR (CDC1 3 ) 5 1.22 (3H, t), 1.50 (3H, d), 1.97-2.06 (2H, m), 
2.58 (2H, t), 2.64 (2H, q), 3.71 (1H, q), 3.96 (2H, t), 6.59 (1H, s), 6.79 
(1H, ddd), 6.86-6.91 (2H, m), 7.23 (1H, t), 7.56 (2H, d), 7.66 (2H. d). 

nnme (6 8) 

2- [2-7y^D-4- ( {2->^yW-5- [4- (M)7/^n^f;V) 



&&S2-8$C'> 'H-NMR (CDC1,) 6 1.55 (6H, d), 2.41 (3H, s), 4.83 (2H, s), 
6.65-6.80 (2H, m), 6.77 (1H, s), 7.05 (1H, t), 7.60 (2H, d), 7.71 (2H, d). 





COOH 
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J 



MMMG (6 9) 

2- [4- (3- {2-3t?vW-5- [4- (Hl7;^p^f^) 7^=./V\ 



w 0-\^CH 3 

mftVa', 'H-NMR (CDCl, ) 5 1.22 (3H, t), 1.54 (6H, s), 1.95-2.09 (2H, m), 

2.54-2.69 (4H, m), 3.92 (2H, t), 6.56-6.71 (2H, m), 6.59 (1H, s), 7.03 (1H, 

t), 7.58 (2H, d), 7.68 (2H, d). 

mmm6 no) 

2-/^-2- { [3- ( {2-^^/V-5- [4- (MJ y/isjrnt^/V) 



14^95-96^; 1 H-NMR (CDC1 3 ) 5 1.57 (6H, s), 2.42 (3H, s), 4.52 (2H, s), 
4.89 (2H, s), 6.79 (1H, s), 6.89-7.01 (3H, m), 7.30 (1H, t), 7.60 (2H, d), 
7.71 (2H, d). 

*nm (71) 

2- [ (3- { [5- (4-7/l'tB7i=/l') -2-^^/V-Z-y^/V] / 



T*lV7 7 73fo%\ 'H-NMR (CDC1 3 ) 6 1.57 (6H. s), 2.39 (3H, s), 4.52 (2H, 



F 
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s), 4.87 (2H, s), 6.60 (1H, s), 6.90-7.09 (5H, m), 7.29 (1H, t), 7.59 (2H, 
dd). 

mmme (72) 

{2- [ ( {2- {^h^ist^M -5- [4- (h!)7;^nyf/V) 7i 



96^104-106^; 'H-NMR (CDC1 3 ) 8 1.23 (3H, t), 2.34 (3H, s), 3.56 (2H, q), 
3.73 (2H, s), 4.26 (2H, s), 4.51 (2H, s), 6.75 (1H, s), 7.59 (2H, d), 7.72 
(2H, d). 

mmme (73) 

{2- [ ( {2-^vW-5- [4- (Hl7;^o^^) -3- 



titittfe; 'H-NMR (CDCI3) 5 0.92 (3H, t), 1.32-1.39 (2H, m), 1.59-1.66 (2H, 
a), 2.30 (3H, s), 2.62 (2H, t), 2.80 (2H, t), 3.28 (2H, t), 3.67 (2H, s), 
6.60 (1H, s), 7.56 (2H, d), 7.65 (2H, d). 

mmwe (7 4) 

2- { [3- ( {2- (iF^^f^) -5- [4- (H/7^tn^f/V) 




F 3 C 




C0 2 H 
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V, 'H-NMR (CDCI3 ) 8 1.23 (3H, t), 1.55 (6H, s), 3.60 (2H, q), 3.88 
(2H, s), 4.58 (2H, s), 4.97 (2H, s), 6.83-6.87 (2H, m), 6.92-6.98 (2H, m), 
7.19 (1H, d), 7.60 (2H, d), 7.75 (2H, d). 



(7 5) 

2- 12 4- ( {2-^^/V-5- [4- (h!)7/>tu^f;V) y 




14^118-119^; 1 H-NMR (CDCI3 ) 5 0.97 (3H, t), 1.58-1.72 (2H, m), 2.30 (3H, 
s), 2.39 (3H, s), 2.54-2.58 (1H, m), 2.72 (1H, dd), 2.92 (1H, dd), 4. 82 
(2H, s), 6.71-6.79 (3H, m), 7.06 (1H, d), 7.58 (2H, d), 7.70 (2H, d). 

M1&M6 (7 6) 

2-^^-3- [2-^^-4- ( {2-^^-5- [4- ( h V 7 >\>* 
n^^/b) 7=-;y\ -3-7VM > 7i=^] ^oftyS! 




BkA96-97*C; 'H-NMR (CDC1,) 6 1.20 (3H, d), 2.30 (3H, s), 2.39 (3H, s), 
2.57-2.75 (2H, m), 3.04 (1H, dd), 4.82 (2H, s), 6.72-6.78 (3H, m), 7.04 
(1H, d), 7.57 (2H, d), 7.69 (2H, d). 



m&m (77) 

2-/ h=¥->-3- [2-^^/W-4- ( { 2-^^/U- 5- [4- (h!)7/W 
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|*^125-126 C C; 'H-NMR (CDC1,) 8 2.34 (3H, s), 2.40 (3H, s), 2.97 (1H, dd), 



m), 7.12 (1H, d), 7.58 (2H, d), 7.69 (2H, d). 

mmme (7 8) 

2, 2 -i/J^/U- 3 - [4- ( {2-^5vW-5- [4- (hy7;Vto^f 



St^l25-127t:; 'H-NMR (CDC1,) 5 1.20 (6H. s) 2.38 (3H, s), 2.48 (2H, s), 
4.82 (2H, s), 6. 75 (1H, s), 6.88 (2H, d), 7.10 (2H, d), 7.57 (2H, d), 7.68 
(2H, d). 

nMM6 (7 9) 

2, 2-^5^-3- [4- (2- {2-^9vU-5- [4- ( K ]) 7;\sjru 



ilMfcft; 1 H— NMR (CDC1 3 ) 5 1.18 (6H, s), 2.33 (3H, s), 2.78-2.86 (4H, m), 
4.06 (2H, t), 6.65 (1H, s), 6.81 (2H, d), 7.07 (2H, d), 7.56 (2H, d), 7.66 
(2H, d). 

mmme (so) 

2, 2-v^5vW-3- [4- (3- {2-^^/U-5- [4- ( h V 7^tn 




3.13 (1H, dd), 3.35 (3H, s), 3.95 (1H, dd), 4.83 (2H, s), 6.74-6.79 (3H, 
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y -3-7}) /W zfvti*is) y^/v\ -fuVHrvik 



*Seftttt&*; 'H-NMR (CDClj) 5 1.18 (6H, s), 2.00 (2H, t), 2.26 (3H, s), 
2.56 (2H, t), 2.82 (2H, s), 3.93 (2H, t), 6.59 (1H, s), 6.80 (2H, d), 7.07 
(2H, d), 7.56 (2H, d), 7.65 (2H, d). 

mnme (sd 

[3-^i>^^-4- ( {2-^^-5- [4- (K!)7/^n>f4/) 7x 



14^139-140^; 'H-NMR (CDC1 3 ) 5 2.38 (3H, s), 3.59 (2H, s), 3.86 (3H, s), 
4.91 (2H, s), 6.78-6.82 (3H, m), 7.58 (2H, d), 7.69 (2H, d). 

(8 2) 

3- [4-^hdrv--3- ( [2-/3-^-5- [4- (f!)7;^n^f/V) 



Ml28-129 e C; 'H-NMR (CDC1 3 ) 8 2.38 (3H, s), 2.60-2.68 (2H, m), 2.89 (2H, 
t), 3.84 (3H, s), 4.91 (2H, s), 6. 81 (4H, s), 7.58 (2H, d), 7.69 (2H, d). 




Me 



C0 2 H 





mmme (8 3) 

[3- (2- {2-^^/W-5- [4- (hV y/^^/f^) 7i^] -3 
-7D/V) xF^f-i/) 7i=^] ff£ft 
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O' 



CO2H 



84^92-94^; 'H-NMR (CDC1,) 5 2.34 (3H, s), 2.84 (2H, t), 3.61 (2H, s), 
4.08 (2H, t), 6.66 (1H, s), 6.81-6.88 (3H, m), 7.19-7.27 (1H, m), 7.57 (2H, 
d), 7.68 (2H, d). 

nmme (8 4) 

[3- (3- {2-^^-5- [4- (h»y/V*uyl'5-jV) 7 -3 
-7VM T'u^iy) 7*~M 



m&Ul-mK; 'H-NMR (CDC1 3 ) 8 2.01 (2H, t), 2.26 (3H, s), 2.56 (2H, t), 
3.61 (2H, s), 3.95 (2H, t), 6.59 (1H, s), 6.80-6.87 (3H, m), 7.19-7.27 (1H, 
m), 7.56 (2H, d), 7.66 (2H, d). 

MMM6 (8 5) 

2-^^/1—2- [3- ( {2-/^-5- [4- (h»7/l>*B/?M 7 
^-/^] -3 -7 DM * h**s) 7x=/b] 7°u\?*l/& 



St^l27-128 e C; 1 H-NMR (CDC1 3 ) 5 1.59 (6H, s), 2.40 (3H, s), 4.85 (2H, s), 
6.78 (1H, s), 6.85-6.89 (1H, m), 7.00-7.02 (2H, m), 7.24-7.30 (1H, m), 7.59 
(2H, d), 7.70 (2H, d). 

MMM6 (8 6) 

2-/^-2- [4- ( {2-^^yU-5- [4- (M;7^tn^f/|/) 7 
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F3CH 0\Xl e o 




ibkl05-107°C; 'H-NMR (CDC1,) 5 1.58 (6H, s), 2.39 (3H, s), 4.85 (2H, s), 



&ffi0*6 (8 7) 

[3- ( { 5 - [4- (hy7/Wta^f/V) 7i=/l/] -3-7 



14^118-119 0 C; 'H-NMR (CDC1,) 5 2.40 (3H, s), 4.66 (2H, s), 4.84 (2H, s), 
6.51-6.54 (1H, m), 6.56-6.58 (1H, m), 6.62-6.66 (1H, m), 6.77 (1H, s), 7.11 
(1H, d), 7.59 (2H, d), 7.69 (2H, d). 

mmme (8 8) 

2-^^-2- { [4- ( {2-*3-/l>-5- [4- (>!)7^B^yV) 
7i-/H -3-7 VM * h**s) 7i=^] ^} 7'DWyS 



St^l28-129 e C ; "H-NMR (CDC1 3 ) 5 1.48 (6H, s), 2.38 (3H, s), 4.84 (2H, s), 
6.73 (1H, s), 6.93 (2H, d), 7.46 (2H, d), 7.58 (2H, d), 7.68 (2H, d). 

mmm6 (8 9) 

3- [5- ( {2-^/^-5- [4- (h D 7/VHru^^M 7 x. -/b] -3 

-7 DM * h*>0 - \--<yV7yv-2-y( M 7"*e*y& 



6.76 (1H, s), 6.94 (2H, d), 7.34 (2H, d), 7.59 (2H, d), 7.70 (2H, d). 





Me 
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C0 2 H 



»£15&-157 < C; 'H-NMR (CDC1,) 8 2.39 (3H. s), 2.82 (2H, t), 3.10 (2H, t), 
4.88 (2H, s), 6.39 (1H, s), 6.80 (1H, s), 6.88 (1H, dd), 7.04 (1H, d), 7.30 
(1H, d), 7.59 (2H, d), 7.70 (2H, d). 

*&&0»J6 (9 0) 

[5- ( {2-^^-5- [4- (hy7;l/ta^f/V) 7 zl-)V\ -3-7 




ffil^l40-142 < C; 'H-NMR (CDC1,) 5 2.34 (3H, s), 3.75 (2H, s), 4.80 (2H, s), 
6.51 (1H, s), 6.74 (1H, s), 6.86 (1H, d), 7.00 (1H, s), 7.25 (1H, s), 7.55 
(2H, d), 7.65 (2H, d). 

mMM6 (9 1) 

3- [4- ( {2-^^-5- [4- (F!)7;^n^f;l,) 7i=;V] -3 
-7VM * h*^) -2-7nf^7x^;V] /nW^f 



Sfi^l29-13ir; 'H-NMR (CDC1 3 ) 8 0.99 (3H, t), 1.57-1.68 (2H, n), 2.40 (3H, 
s), 2.54-2.66 (4H, m), 2.93 (2H, t), 4.84 (2H, s), 6.73-6.79 (3H, m), 7.09 
(1H, d), 7.59 (2H, d), 7.70 (2H, d). 

mnM6 (9 2) 
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2- [2-?OP-4- ( {2-^)V-5- [4- (h l )7)V*U*?)V) 7 




r.CI 
Me Me 



\^O^C0 2 H 



Mj&ra-SS'C: 'H-NMR (CDC1 3 ) <5 1.59 (6H, s). 2.40 (3H. s), 4.82 (2H, s). 
6.75 (1H, s), 6.81 (1H, dd). 7.02 UH,d), 7.07 (1H, d), 7.59 (2H. d). 7.70 
(2H. d). 

nmm 03) 

[3-^PP-4- (3- {2-X5 1 ;i/-5- [4- ( h U 7)V*U*=?)V) 7 




C0 2 H 



Bt£l 12-11 3*0; 'H-NMR (CDC1,) <5 1.20 (3H, t), 2.04-2.08 (2H, m), 2.64-2.68 
(4H, m), 3.57 (2H, s), 4.00 (2H, t), 6.59 (1H, s), 6.82 (1H, d), 7.08 (1H, 
dd), 7.30 (1H, d), 7.57 (2H. d), 7.66 (2H, d). 



(94) 

2- { [4-7;M-Cl-3- ( {2-^^;P-5- [4- ( h <J 7)\>*U**?)\,) 




Me 



Me Me 
S^C0 2 H 



Mjftl 20-123*0; 'H-NMR (CDC1,) 6 1.54 (6H, s), 2.40 (3H, s), 3.83 (2H, s), 
4.93 (2H, s), 6.78 (1H, s), 6.88-6.89 (1H, m), 6.93-7.06 (2H, m), 7.58 (2H, 
d), 7.68 (2H, d). 
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mMM6 (9 5) 

2- { [2-7/M-P-5- ( {2-*?A'-5- [4- (bV7^*v/3-M 

® 



Sk^l31-132 < C; 'H-NMR (CDC1,) 8 1.57 (6H, s), 2.39 (3H, s), 3.90 (2H, s), 
4.81 (2H, s), 6.76-6.82 (2H, m), 6.90-6.99 (2H, m), 7.58 (2H, d), 7.69 (2H, 
d). 

HJS01J6 (9 6) 

2- { ['2-7/V^-n-3- ( {2-^/V-5- [4- ( h V * f-fr) 



iK^106-108t:; 'H-NMR (CDC1 3 ) 8 1.57 (6H, s), 2.38 (3H, s), 3.93 (2H, s), 
4.91 (2H, s), 6.77 (1H, s), 6.90-6.99 (3H, m), 7.58 (2H, d), 7.68 (2H, d). 

mmme o d 

[3- (3- {2-^5vV—5- [4- (hF7/Utn^f;l/) 7*-/V] -3 
^•□/K^rv') -2-7;l/tn7x=;l/] 




Bt£92-93t; 1 H-NMR (CDC1,) 5 1.21 (3H, t), 1.98-2.12 (2H, m), 2.57-2.70 
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(4H, ra), 3.72 (2H, d), 4.02 (2H, t), 6.60 (1H, s), 6.78-7.04 (3H, m), 7.57 
(2H, d), 7.67 (2H, d). 

mnm6 o 8) 

[4-^od-3- (3 - {2-3i^yU-5- [4- (M7^to^f;l/) y 



Ml04-105 < C; 'H-NMR (CDC1 3 ) 5 1.20 (3H, tf, 2.03-2.10 (2H, m), 2.59-2.70 
(4H, m), 3.58 (2H, s), 4.02 (2H, t), 6.60 (1H, s), 6.78-6.81 (2H, m), 7.31 
(1H. d). 7.57 (2H, d), 7.67 (2H, d). 

(9 9) 

2- { [4-^nu-3- ( {2->5vW-5- [4- ( h V yfrj!ruj.*}-tV) 



HL6l40-142t;; 1 H-NMR (CDC1 3 ) 5 1.53 (6H, s), 2.41 (3H, s), 3.84 (2H, s), 
4.93 (2H, s), 6.79 (1H, s), 6.86 (1H, dd), 6.99 (1H, d), 7.24 (1H, s), 7.58 
(2H, d), 7.69 (2H, d). 





nmms (100) 

[3- (3- {2-^^-5- [4- (hy7yVtn^^) 7i=^] -3 
y°ni£*>s) -lH-^y^-/P-l-f^] ftg? 
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N _ 
>r^C0 2 H 



R£l39-140 , C; 'H-NMR (CDC1 3 ) 5 1.22 (3H, t), 2.07-2.12 (2H, m), 2.57-2.68 
(4H, m), 4.37 (2H, t), 4.92 (2H, s), 6.61 (1H, s), 7.06-7.11 (1H, m), 7.16 
(1H, d), 7.37-7.42 (1H, m), 7.56 (2H, d), 7.64-7.69 (3H, m). 

mmme hod 

[5- ( {2-^A—5- [4- {Y})-7/V*u*=f-;V) 7*=^] -3-7 

y/H * h*v/) -l — ?^j/^3i^-2-> <>v\ Mm 

Sl!^153-154lC; 'H-NMR (CDC1 3 ) 5. 2.41 (3H, s), 3.94 (2H, d), 4.91 (2H, s), 
6.79 (1H, s), 7.00 (1H, dd), 7,12 (1H, s), 7.24-7.25 (1H, m), 7.59 (2H, 
d), 7.65 (1H, d), 7.70 (2H, d). 



3kMM6 (10 2) 

[5- (3- {2-^^-5- [4- (h ]) 7 )Vjr D 7i^] -3 
-fn^'y) -1 — iV^zc^-2->T^] g|& 




l»^:ill-112 t C; 'H-NMR (CDC1 3 ) 8 1.21 (3H, t), 2.04 (2H, t), 2.57-2.67 (4H, 
m), 3.92 (2H, s), 3.99 (2H, t), 6.59 (1H, s), 6.93-6.96 (1H, m), 7.08 (1H, 
s), 7.13 (1H, s), 7.55 (2H, d), 7.60 (1H, s), 7.66 (2H, d). 



mmm6 (103) 
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3- [5- ( { 2-^^-5- [4- (h!J7;^t:^f;l/) 7 =.->V\ -3 
Me 



F 3 C- 





XO,H 



Ml87-188°C; 1 H-NMR (CDC1 3 ) 5 2.41 (3H, s), 2.73 (2H, t), 3.21 (2H, t), 
4.91 (2H, s), 6.81 (1H, s), 6.93-6.98 (2H, m), 7.21 (1H, d), 7.59 (2H, d), 
7.62 (1H, s), 7.71 (2H, d). 

mnm (104) 

2-/f/^-2- [4- (4- {2-/^-5- [4- ( h V 7JU*u / ^/U) 

.Me ^O^CC^H 

MeMe 

M67-69t:; 'H-NMR (CDC1 3 ) 6 1.53 (6H, s), 1.70-1.83 (4H, m), 2.29 (3H, 

s), 2.38-2.45 (2H, m), 3.93 (2H, t), 6.58 (1H, s), 6.79 (2H, d), 6.90 (2H, 
d), 7.56 (2H, d), 7.66 (2H, d). 




(10 5) 

2-^5^-2- {4- [ ( (E) -4- {2-^^U-5- [4- ( h V 
-7 n 




O^X0 2 H 
Me Me 



>; 1 H-NMR (CDC1 3 ) 8 1.54 (6H, s), 2.37 (3H, s). 2.63-2.69 (2H, m), 
4.02 (2H, t), 5.97 (1H, dt), 6.30 (1H, d), 6.81-6.87 (3H, m), 6.88-6.95 
(2H, m), 7.58 (2H, d), 7.69 (2H, d). 
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mv&me (106) 

2-*3-J\'-2- { [4- (4- {2-/^-5- [4- (h])7^^^f 
JU) 7i=^] -3-7 ])M -7Y* 9 s) 7i=^] 5=-^-} T'n^yS 



S^C0 2 H 

A 
Me Me 



jSk£l55-156t; 1 H-NMR (CDC1,) 5 1.46 (6H, s), 1.68-1.83 (4H, m), 2.29 (3H, 
m), 2.36-2.44 (2H, m), 3.95 (2H, t), 6.58 (1H, s), 6.82 (2H, d), 7.40 (2H, 
d), 7.56 (2H, d), 7.66 (2H, d). 

$tttil6 (10 7) 

2-^/1—2- ( { [5- ( {2-^^-5- [4- (M;7Atn^f/V) 
7x=;>] -3-711 /W > h*i/) -l-^^/^y-2— T/W] 



F 3 C 




v 




1 JJ^s^cojH 

Me Me 



BM?U58-159 < C; 'H-NMR (CDC1 3 ) 6 1.57 (6H, s), 2.40 (3H, s), 4.16 (2H, d), 
4.89 (2H, s), 6.78 (1H, s), 6.98 (1H, dd), 7.12 (1H, s), 7.21 (1H, d), 7.59 
(2H, d), 7.62 (1H, d), 7.70 (2H, d). 



MMM6 (10 8) 

2-^^-2- { [4- ( {2-^^-5- [3- (hV 7JV*u*f-jV) 



Ma Me 

V 

COjH 




St^lOS-lOgr; •H-MUR (CDC1 S ) 8 1.48 (6H, s), 2.38 (3H, s), 4.85 (2H. s), 
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6.71 (1H, s), 6.94 (2H, d), 7.44-7.48 (4H, m), 7.72-7.76 (1H, m), 7.84 (1H, 
s). 

mmw6 (i o 9) 

2-/^-2- { [3- ( {2-7*^-5- [4- {Vyy^lruU-jV) 



14,^148-149'C ; 1 H-NMR (CDC1 3 ) 5 1.56 (6H, s), 2.40 (3H, s), 3.88 (2H, s), 
4.85 (2H, s), 6.77 (1H, s) , 6.81-6.97 (3H, m), 7.20 (1H, d), 7.59 (2H, d), 
7.70 (2H, d). 

31^6 (110) 

2- [ (3- { [5- (4-^ h^v^7^-/ix) -2-^f;w-3-7!);P] J- 



M^96-9TC; 'H-NMR (CDC1 3 ) 6 1.56 (6H, s), 2.36 (3H, s),. 3.82 (3H, s), 
3.87 (2H, s), 4.83 (2H, s), 6.52 (1H, s), 6.81-6.97 (4H, m), 7.19 (1H, d), 
7.55 (2H, d). 

mmme (in) 

2- [ (3- { [5- (4-^on7x^) -2-^f/V-3-7U/V] * h 



Me Me 
v S^C0 2 H 
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84^143-144^; 1 H-NMR (CDC1,) 5 1.56 (6H, s), 2.37 (3H, s), 3.87 (2H, s), 
4.83 (2H, s), 6.64 (1H, s), 6.80-6.95 (3H, m), 7.19 (1H, d), 7.31 (2H, d), 
7.54 (2H, d). 



mmme a 1 2) 

2- [ (3- { [5- (3-7^tP7 I =^) -2-yf/V-3-7!)^] ^ 
h ^V/u) -2-/ f/V/D >Wt 

Me Me 





S X0 2 H 



F 

B4^116-lirC; 1 H-NMR (CDClj ) 5 1.56 (6H, s), 2.38 (3H, s), 3.88 (2H, s), 
4.84 (2H, s), 6.68 (1H, s), 6.82-6.97 (4H, m), 7.18-7.39 (4H, m). 

(1 1 3) 

2- [ (4- { [5- (4-^ h^->73i=/V) -2-^f/V-3-7!);V] * 

A = AAA -°V^[Me Me 

»^145-146 e C; 'H-NMR (CDC1,) 8 1. 48 (6H, s), 2.34 (3H, s), 3.81 (3H, s), 
4.82 (2H, s), 6.48 (1H, s), 6.86-6.95 (4H, m), 7.45 (2H, d), 7.53 (2H, d). 

mmme (114) 

2- [ (4- { [5- (4 dd7i^) -2-^f;U-3-7!);i/] * h 
o .w© 




"^ij^^Me Me 



V 

S"X0 2 H 



»^130-13ir; 'H-NMR (CDCl,) 5 1.48 (6H, s), 2.36 (3H, s), 4.83 (2H, s), 
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6.61 (1H, s), 6.93 (2H, d), 7.31 (2H, d), 7.46 (2H, d), 7.53 (2H, d). 

mmme a 1 5) 

2- [ (4- { [5- (3-7/^o7i=/V) ^2-/^-3-7 / 




Me Me 

S^C0 2 H 



14^146-147^; 'H-NMR (CDC1 3 ) 5 1.48 (6H, s), 2.37 (3H, s), 4.84 (2H, s), 
6.65 (1H, s), 6.92-6.95 (3H, m), 7.26-7.38 (3H, m), 7.46 (2H, d). 



(116) 

2-^^-2- { [3- ( {2-/^-5- [2- (M)7^tn^f;u) 
7i=-;v] -3-7])^) J h**s) *<Is*SaS\ f*) 7nt°tyi 

t j| Me Me 




WS^n\ 1 H-NMR (CDC1 3 ) 6 1.55 (6H, s), 2.38 (3H, s), 3.86 (2H, s), 4.85 
(2H, s), 6.71 (1H, s), 6.79-6.96 (3H, m), 7.16-7.24 (1H, m), 7.36 (1H, t), 
7.53 (1H, t), 7.69-7.74 (2H, m). 



£Jfctt6 (117) 

2-*f'A'-2- { [4- ( {2-*T;l'-5- [2- (h^/l'to^f/l/) 
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C0 2 H 



Stalls-ne'e; 'H-NMR (CDC1 3 ) 8 1.48 (6H, s), 2.37 (3H, s), 4.86 (2H, s), 
6.70 (1H, s), 6.93 (2H, d), 7.36-7.39 (1H, m), 7:45 (2H, d), 7.53 (1H, t), 
7.70-7.73 (2H, m). 

mmms d 1 8) 

2-^^-2- { [3- ( {2-^^/W-5- [4- (FJ)7Wo^f/H 



8^127-128*0; 'H-NMR (CDC1,) 5 1.49 (6H, s), 2.38 (3H, s), 4.83 (2H, s), 
6.75 (1H, s), 6.95-6.99 (1H, m), 7.10-7.13 (2H, m), 7.21-7.27 (IH, m), 7.58 
(2H, d), 7.68 (2H, d). 

mi&M6 (119) 

2 2- ({3- [ ( 2 -^5VU- 5 -7i^- 3-7D/V) * 




li^J Me Me 




P 



Me 



O 




Me Me 

V 

*S"X0 2 H 



BMl 13-11410; 'H-NMR (CDC1,) 8 1.55 (6H, s), 2.37 (3H, s), 3.87 (2H, s), 
4.84 (2H, s), 6.64 (1H, s), 6.81-6.85 (1H, m), 6.91-6.97 (2H, m), 7.17-7.24 
(2H, m), 7.33-7.36 (2H, m), 7.59-7.62 (2H, m). 
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H1&01J6 (12 0) 

2-tf-A'- 2- [ (3- { [2-^^/W-5- (4->f;W7x=;V) -3- 




14^121-122^; 1 H-NMR (CDC1 3 ) 5 1.55 (6H, s), 2.34 (3H, s), 2.36 (3H, s), 
3.87 (2H, s), 4.83 (2H, s), 6.58 (1H, s), 6.81-6.85 (1H, m), 6.90-6.96 (2H, 
m), 7.13-7.24 (3H, m), 7.50 (2H, d). 

mmm 6(121) 

[3- (3- { 2 -^jV- 5 - [4- (M)7/l/tn^f/V) 7zl->V\ -3 
-7!)^} hdf->7o^-» 7x^] gt$fe 




tttt*; 'H-NMR (CDC1 3 ) 5 1.23 (3H, t), 2.00-2.06 (1H, m), 2.32-2.38 (1H, 
m), 2.64-2.73 (2H, m), 3.23 (3H, s), 3.60 (2H, s), 3.88-3.93 (1H, ra), 
4.06-4.13 (1H, m), 4.43 (1H, t), 6.69 (1H, s), 6.77-6.87 (3H, m), 7.19-7.25 
(1H, m), 7.60 (2H, d), 7.70 (2H, d). 

(12 2) 

2-^?vU-2- { [4- (3- {2-^^/V-5- [4- (h V y * 1 ? 
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iK£l27-128 t:; 'H-NMR (CDC1 3 ) 6 1. 48 (6H, s), 1.98-2.05 (2H, m), 2.26 
(3H, s), 2.57 (2H, t), 3.95 (2H, t), 6.58 (1H, s), 6.85 (2H, d), 7.43 (2H, 
d), 7.57 (2H, d), 7.67 (2H, d). 



%MW6 (12 3) 

3- [4- ( {2-^^-5- [4- (F!)7/Utn^fyU) 7i=^] -3 



OH 

jft£l82-183 °C\ 'H-NMR (CDC1,) 6 2. 40 (3H, s), 2.66 (2H, t), 2.92 (2H, 
t), 4.85 (2H, s), 6.78 (1H, s), 6.91 (2H, d), 7.15 (2H, d), 7.60 (2H, d), 
7.71 (2H, d). 



mmme (124) 

N-^^w-N- [3- ( {2-^^/1—5- [4- (h!)7;uta^f^) - 




W7 7^; "H-NMR (DMSO-d,) 6 2. 34 (3H, s), 2.42 (3Hv s), 3.19 (2H, 
s), 3.75 (2H, s), 4.94 (2H, s), 6.93-6.97 (2H, m), 7.04 (1H, s), 7.20 (1H, 
s), 7.28 (1H, t), 7.74 (2H, d), 7.86 (2H, d). 



(12 5) 
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3' - ( [4- (h!!7/Ptn^f/l/) 7i^] -3-7 

y/V} ^ h^r'» -1, 1* 3 -*/U#y&£ 




®I>^178-179 0 C; 1 H-NMR (CDC1 S ) 5 2.44 (3H, s), 4.96 (2H, s), 6.82 (1H, s), 
6.99-7.03 (1H, m). 7.24-7.27 (2H, m), 7.41 (1H, t), 7.52-7.61 (3H, in), 7.72 
(2H, d), 7.82-7.85 (1H, m), 8.08-8.12 (1H, ra), 8.34-8.36 (1H, m). 

mmme (126) 

[3* - ( {2-/^-5- [4- (h!)7^nyf;l/) -3- 



Sl!^128-129 t:; 'H-NMR (CDC1 3 ) 5 2.41 (3H, s), 3.70 (2H, s), 4.92 (2H, 
s), 6.81 (1H, s), 6.93-6.99 (1H, m), 7.18-7.43 (5H, ra), 7.48-7.52 (2H, m), 
7.59 (2H, d), 7.71 (2H, d). 

3- [3- ( {2-^/V-5- [4- (h^/Vtn^f;!') 7 a:=.;l/] -3-7n^ 



frmt-f-hV 7 A (8 lmg) <DT h7t Yuyy^mmW. (5m 1) Kv^ 
?vu** * 7 Bflfcrfyi, ( o . 2 6ml) £*^TT?iST U 3 6 Lfc. 
^OKffc&UlN- (3-^/V5/V7 3i=/W) -2-^^/U-5- [4- (h!)7^n^t 
J-/\<) 7*-jV] -3-7/W7 5K (0. 5 0g) h7tKn77^ (5 




C0 2 H 




CC^Et 



O 
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®, %WM*#Mu mi**. *, mu&&*-?$cft 0 mmmzmxim-? 

Kn77« (5ml -5ml) 1 0 W 

y/^7A^P-7^77^ S*gfcx?-/W=8 : 1^?>5 : 1) -C 

mmu ntbm (o. 3 8 g ) *m&t ux#fc 0 

H^lM-lSSt; 'H-NMR (CDC1 3 ) 6 1.24 (3H, t), 2.63 (2H, t), 2.72 (3H, s), 
2.96 (2H. t), 4.13 (2H, q), 6.89 (1H, s), 6.99 (1H, d), 7.23-7.31 (1H, m), 
7.41-7.50 (3H, m), 7.64 (2H, d), 7.75 (2H, d). 

3- [3- ( {2->3vV-5- [4- (Mj7/^o^f^) 7i-/V] -3-7a^ 
M TKS) 7oWyS 




3- [3- ( {2-^f^-5- [4- (h!)7/^D^f^) y*-jV] -3-7n 
-OW 7^/) 37^— /l/) T'oftVKif;!' (0. 3 3 g) £>t f>7k Kd 7 

(3ml-3ml) lfcj^lfcffc^ h >J ****** (1. 
5ml) £«T LTSHlt? 1 B#fHJ«# Lfc e 1 ^^H-CKtt £ U tt&^fr 

•vftfflk. Gmmzftmu m>&&&-?mfr e immzmMm^ 

•CftSL, SM« (2 4 5mg) Ltffc. 

»^200-20lt:; 'H-NMR (CDClj) 5 2.62 (2H, t), 2.73 (3H, s), 2.95 (2H, t), 
6.97 (1H, d), 7.24 (1H, t), 7.34 (1H, s), 7.54-7.59 (2H, m), 7.64 (2H, d), 
7.77 (2H, d), 9.01 (1H, s). 



mmms 
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2- { [3- ( {2-^^/U-5- [4- (h!J7^tD^f;V) 7i=;V] - 



^■^iflfcS- [3- ( {2-^/W-5- [4- (HJ?;^^^) 7i 
-3-7U/U} ^ b*^) ^y^] (0. 5 0g) <DJ-9J->\> (10 
m 1 ) l ^tK^C^- h V <7A*&i& ( 1 . 2ml) .SrM"C?*P^ * 

£N, N-^^*^75 K (10ml) tC}ga>U 
(0. 2 8g) JiiSCtii, 6 OtT- !feflH$Lfc. KJtS*Sr*atf, ff& 

: ft»3:^= 1 5 : ia>P>9 : 1) , iftttttSr^fc. 
WfcftfciMMMr**/— A* (5ml) irh7tKP77y (5ml) {C^ 
l»©*c»flS^hy !7AtK^ (3ml) £JP;L &i&-C-*i«#Lfc.- 

torn ufc 0 ftfcfc^ms h y i7 At?«a», >- y # $>&a , 
^»^jE@*ufc„ nhfrtzfo%m>i**M y/o tvi^— ^a- — .^-y-^j; 

93fefiflSU-C % BAMMO. 2 4g) Sr^ B tLT#fco 

^78-80^; 'H-NMR (CDC1,) 8 0.96 (3H, t), 1.59-1.95 (2H, m), 2.42 (3H, 
s), 3.10 (1H, t), 3.79 (1H, d), 3.88 .(1H, d), 4.88 (2H. s), 6.80 (1H, s), 
6.85-6.98 (3H, m), 7.25 (1H, t), 7.60 (2H, d), 7.71 (2H, d). 

mm®\9 (i) ~~mmm9 (4) 
f-xmgts- [3- ( [2-/9-^-5- [4- (hy7/^p^f^) 7x 



S^COOH 
Et 
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mmw9 (i) 

2- { [3- ( {2-^5^-5- [4- (bVy/HrBtT-JV) 7i=^] - 



Bt&82-83t:; 'H-NMR (CDC1 3 ) 5 1.40 (3H, d), 2.41 (3H, s), 3.31 (1H, q), 
3.80 (1H, d), 3.90 (1H, d), 4.87 (2H, s), 6.79 (1H, s), 6.85-6.89 (1H, m), 
6.95-6.99 (2H, m), 7.24 (1H, t), 7.59 (2H, d), 7.70 (2H, d). 

(2) 

*?7/V*u { [3- ( {2-^^-5- [4- {b V7 J>V*u*f-jV) 7 *~ 
/W] -3-7VM / b*i/) s<^i>jV) 



T^7 7^t&*; l H-NMR (CDClj-DMSO-dj) 5 2.36 <3H, s), 4.02 (2H, s), 
4.80 (2H, s), 6.74 (1H, s), 6.80 (1H, dd), 6.90 (1H, d), 6.95 (1H, s), 7.16 
(1H, t), 7.56 (2H, d), 7.66 (2H, d). 

tmM9 (3) 

1- { [3- ( {2-*7A'-5- [4- (M> 7/W*-P^fvV) 7^~>V\ - 
3-7 VM * b*i/) *<^*Jjv\ fir\ *sfin7**isli/utf>m 



j»^Ll21-122t:; 'H-NMR (CDC1 3 ) 5 1.87-1.99 (1H, m), 2.11-2.25 (3H, m), 2.41 
(3H, s), 2.63-2.73 (2H, m), 3.78 (2H, s), 4.86 (2H, s), 6.78 (1H, s), 6.83-6.86 
(1H, m), 6.92-6.96 (2H, m), 7.22 (1H, t), 7.58 (2H, d), 7.69 (2H, d). 
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mmm9 u) 

2- { [3- ( {2->fvW-5- [4- (M)7;l/tn^f;l/) 7i^] - 



M61-62TC; 'H-NMR (CDC1 3 ) 5 0.83 (3H, t), 1.26-1.45 (2H, m), 1.55-1.66 
(1H, m), 1.76-1.88 (1H, m), 2.41 (3H, s), 3.18 (1H, t), 3.80 (1H, d), 3.87 
(1H, d), 4.88 (2H, s), 6.79 (1H, s). 6.87 (1H, dd), 6.97 (1H, d), 6.99 (1H, 
s), 7.25 (1H, t), 7.60 (2H, d), 7.71 (2H, d). 

mmmio 

{2- [ (2- {2-^^-5- [4- (HP 7 viJ.=f-)V) 7 ^=.?V\ - 
-2-^y^i^) -4->fyU-l, 3-f7/-/l/- 



m " CH 3 

1- {2-^^-5- [4- (M)7;^n^f;l/) 7x=/V] -3-71) 
,V} i*/^ (0. 4 8g) . 4 7%HflHk*K (1» > iS(2ml) Ov? 
x^/WJi— r/V (2 0ml) ^5?^> JUR (91/i l ) «^xf;n-f/v (5 
ml) »«S:0 , C'C3!lP^ W*15^«Uc 0 SJSttSrBflfeaifvi'-Ctf 

(2-^/i-7>7°K-4-^^/v-l I Z-?-T*/—;\'-S-'(M&&t* f/KO. 
4 3 g) Orh7t Kd77^ (2ml ) 1 , 8 -v?71f k*v^ p [5. 

4. 0] -7-^^x-fe-^ (0. 32ml) Sr^fi^JO*., 1 O^WBJtftLfc. 

#e>*tfc»^**, ifHf*fi^7t kb77> (2 0mD mmz&m. 




Me 



O 
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3: l^f>l : 1) , Hfr&fcfc. 
#£>ttfc@#£p<*/-/U (5ml) tThyh Kn77> (5ml) 

u lawaaMs-j-M t&fcmn (2m n sad*. M-c-gfejjt#Lfc. g 

g;r^=l : l^feftgnL^) % ^^J^jj&ftftLT, Sftft (5 4m 
g) UTfcfc. 

^140-143^; 'H-NMR (CDClj-DMSO-dJ 5 2.31 (3H, s), 2.70 (3H, s), 3.66 
(2H, s), 4.46 (2H, s), 7.10 (1H, s), 7.64 (2H, d), 7.75 (2H, d). 

mmm 1 1 

[2- (2- {2-^^-5- [4- (M^/l^P^fvP) -3 



4- [ (3- {2->5vl^5- [4- (h!)7yv^-n^^/v) 7i=^] -3 

-^y/W T'o^y-r/v) r$y] -z-ttv-ffi/m^jv (o. 4 6 g ) 

Cff7t Ko77yi?Si (1 0ml) ICP-y^i*3£ (0. 6 6 g) ^*Pxi % 



i) , (o: 4i g ) *immb\,xniz. 

'H-NMR (CDC1,) 6 1.26 (3H, t), 2.24 (3H, s), 2.85 (2H, t), 3.20 (2H, t), 
3.79 (2H, s), 4.18 (2H, q), 6.58 (1H, s), 7.48 (1H, s), 7.57 (2H, d), 7.67 
(2H, d). 
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mmmi id) 1 o) 

* -jr hT^ n«-y >nmn <o . Mmm i 1 \z.m-t^m\z x t» nib* 

i»j ii(D 

4-^^-2- (2- { 2->fvW- 5- [4- (M;7/l/^n^f/V) 7 = 

- 3 - 7 !) ji^/u) - 1 , 3 -f7~/-;i/- 5 gfci^^/w 



( ?ftt£#5 ; 1 H-NMR (CDC1 3 ) 6 1.26 (3H, t), 2.24 (3H, s), 2.34 (3H, s), 2.82 
(2H, t), 3.15 (2H, t), 3.69 (2H, s), 4.17 (2H, q), 6.59 (1H, s), 7.58 (2H, 
d), 7.66 (2H, d). 

mmmi 1 (2) 

[4— T y^otVW-2- (2- {2->^/W-5- [4- (h!)7/^npt^ 
)V) 7x=;l^] -3-7VM ^J-JV) -1, 3-f7y-/P-5-^/V] 



tt^; 1 H-NMR (CDCI3) 5 1.21-1.28 (9H, m), 2.21 (2H, s), 2.83 (2H, t), 
2.98-3.05 (1H, m), 3.20 (2H, d), 3.70 (2H, s), 4.16 (2H, q), 6.58 (1H, s), 
7.57 (2H, d), 7.66 (2H, d). 

mmmi 1 o> 

[4-^^-2- (3- {2-^^-5- [4- (hi) 7/l^J-n^^vW) 7 
- 3 -7 y /W 7°n fc» -1,3 -f7/-^- 5 -f /K) Upg^f- 
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cop 



W^J;'H-NMR (CDClj ) 5 1.27 (3H, t), 1.98-2.09 (2H, m), 2.28 (3H, s), 
2.33 (3H, s), 2.46 (2H, t), 2.94 (2H, t), 3.69 (2H, s), 4.18 (2H, q), 6.59 
(1H, s), 7.57 (2H, d), 7.67 (2H, d). 

nmmi 2 

[2- (2- {2-j<?;U-5- [4- (Ml7;^n^f;V) 7x=/l^] -3 
-7 !> /W -1,3 -Jr*^/-)V- 5 — < >V\ ftgfc^/W 



4- [ (3- {2-^^/V-5- [4- (h!i7;^D^f;V) 7x-^] -3 
-7\);\>) -fxi*;4,\,) -S-^y^^H^/P (0. 40g) 

ON, N-^f;U*^A7U1$« (5ml) m^byv (0. 13m 

i) SrJin*, 7otti^!|jftt. m&M**1n^ ffilt^* 

*=5 : lfrt*2 : 1) -CflfiKU Bttfe (0. 3 0g) *»tt*iUT#fc. 
'H-NMR (CDC1 3 ) 5 1.26 (3H, t), 2.27 (3H, m), 2.83 (2H, t), 2.97 (2H, t), 
3.67 (2H, s), 4.16 (2H, q), 6.54 (1H, s), 6.85 (1H, s), 7.56 (2H, d), 7.65 
(2H, d). 

nmmi 2 m ~~mmmi 2 (2) 

HJfeflli 2 (1) 
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[4-^^-2- (2- [4- {h])y/\s*a^^/U) y 

iL=.jV] ^5vv) -1, 3 5 —fA-] ffigt^f- 



mt% 1 1 H-NMR (CDC1 3 ) 5 1. 25 (3H, t) , 2. 10 (3H, s), 2. 27 (3H, s), 2. 79-2. 84 
(2H, m), 2.89-2.95 (2H, m), 3.60 (2H, s), 4.16 (2H, q), 6.54 (1H, s), 7.56 
(2H, d), 7.66 (2H, d). 

*ttfll2 (2) 

[4— < Vy°nt°>V-2- (2- {2-^^-5- [4- (M)7;l/tn^f 



fatf^ ; 'H-NMR (CDClj ) S 1.20-1.27 (9H, m), 2.25 (3H, s), 2.74-2.84 (3H, 
m), 2.88-2.98 (2H, m), 3.61 (2H, s), 4.15 (2H, q), 6.51 (1H, s), 7.56 (2H, 



nnwi 3 (1) 3 (7) 

M13 (1) 

[2- (2- {2-^^-5- [4- (MJ7/l/to^^) 7*-/W] -3 

-7^M -1, 3-^r>/-/v-5— c/k) m& 





Me . 
.COiEt 



d), 7.65 (2H, d). 
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HMW43-146TC; 'H-NMR (CDC1,) 5 2.22 (3H, s), 2.83 (2H, t), 3.21 (2H, t), 
3.83 (2H, s), 6.55 (1H, s), 7.52 (1H, s), 7.56 (2H, d), 7.65 (2H, d). 

£MMl 3 (2) 

[4-**vU-2- (2- {2->*7U-5- [4- (hU7/^n^f/l/) 7 
- 3 -y \) ,v] 3L^-;\,) - l , 3 /V- 5 




K/&168-1691C; 'H-NMR (CDC1 3 ) 5 2.22 (3H, s), 2.34 (3H, s), 2.79 (2H, t), 
3.16 (2H, t), 3.72 (2H, s), 6.55 (1H, s), 7.54 (2H, d), .7.64 (2H, d). 

^ife^J13 (3) 

[4— { V7'vl:'/V-2- (2- {2-^^-5- [4- (hy7/l/tn^f 
>V) 7i^] -3-7y/H 3Lf-jV) -1, z-fTV—/V^$-4)V\ 




»^176-177 , C; 'H-NMR (CDC1 3 ) 8 1.24 (3H, s), 1.26 (3H, s), 2.20 (3H, s), 
2.81 (2H, t), 2.99 (1H, quintet), 3.16 (2H, t), 3.75 (2H, s), 6.53 (1H, 
s), 7.56 (2H, d), 7.63 (2H, d). 



mmmi3 u) 

[4-*3-/U-2- (3- {2-^^-5- [4- (V»7^*a*=5-jv) y 
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0 



Me 



C0 2 H 



iH^162-163 e, C; l H-NMR (CDC1 3 ) 8 1.96-2.07 (2H, m), 2.27 (3H, s), 2.33 (3H, 
s), 2.45 (2H, t), 2.97 (2H, t), 3.72 (2H, s), 6.58 (1H, s), 7.56 (2H, d), 
7.66 (2H, d). 

MMmi 3(5) 

[2- (2- {2-^^-5- [4- ( MJ TVM-n^fyW) 7i=;l/] -3 



Hj&143-144*C; 'H-NMR (CDC1 3 ) 6 2.24 (3H, s), 2.81 (2H, t), 2.99 (2H, t), 
3.71 (2H, d), 6.52 (1H, s), 6.90 (1H, s), 7.54 (2H, d), 7.62 (2H, d). 

nmmi3 (e) 

[4-^/V-2- (2- {2-^^-5- [4- (MJ^/M-pt^/I") 7 
-3-7!J^} ^fvU) -1,3 -**^V—)\>- 5 — <f /V] gft$ 



H!^120-121\:; 'H-NMR (CDC1 3 ) 6 2.09 (3H, s), 2.24 (3H, s), 2.79 (2H, t), 
2.93 (2H, t), 3.63 (2H, s), 6.51 (1H, s), 7.54 (2H, d), 7.62 (2H, d). 

mmmi 3 (7) 

[4-^y^ e PtVl'-2- (2- {2-/^-5- [4- ( 7/^;*-^ / ><?■ 
>'^) 7*=/V] -3-7]);l>) -1, 3 — ^-dri^y— ^— 5 — f^] & 





0 
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CQH 



IMU26-12tfC; 'H-NMR (CDC1,) 5 1.18 (3H, s), 1.21 (3H, s), 2.26 (3H, s), 
2.75-2.82 (3H, m), 2.95 (2H, t), 3.65 (2H, s), 6.47 (1H, s), 7.52 (2H, d), 
7.61 (2H, d). 

Mt&W 1 4 

2- { [4- h^>-2, 2-^>5 1 /W-3-^y7'DtVU) 7i; 

^v^] t^M -5- [4- (MJ7;Vto^f/U) 7*->V\ -3-7oi2 



u^^/v^y/v) (2. 5 g ) nmt^sumk (somi) £2. 2* 

-7/lf7 Wy7"fn h=MJ/W) (0. llg) , N-yn^^VW; 
K (1. 2 0g) fclJD*., 5B#ra, flfljaBIUfc. &&£«ffiS*U M*ni/ 

Srfcfc. rix&N, N-^fMW5K (5 0ml) 
U !7A (1. 40g) , 3- (4-tKo^">7i^) -2, 2--^>^/^ 
Dfcf*^|**?7P (l. 5 5g) SrJDDx., ^fflT2^|?a % 5 0 , C-ClB#|ia«#L 
i^>-:^a:^/W=2 0 : 1H10: 1) "CHWU ilH)& (2. 6 8 g) £ 

'H-WR (CDC1,) 5 0.07 (9H, s), 1.07-1.11 (2H, m), 1.16 (6H, s), 2.79 (2H, 
s), 3.64 (3H, s), 4.34-4.40 (2H, m), 5.39 (2H, s), 6.92 (2H, d), 7.00-7.05 
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(3H, s), 7.63 (2H, d), 7.75 (2H, d). 

■$mm i4(D 

2- { [4- 1 -i^fvV- 2-**yx h*c f s) 7^J 

t^M -5- [4- (MJ7/W^-n^^) -3-7P&2 



2-^^-5- [4- (h!J7>u^p^f/V) 7x-yV] - 3-7Pt2-(F 
■MfyWi/D/W) sf/l/i 2- (4-K Ku^/7x/^) -2-^/K/n 

9 , MM l 4 (c^-T^&<b^^ LTx 1 6MfcSr»fc. 
-frRWH-MR (CDC1 5 ) 5 0.07 (9H, s), 1.05-1.14 (2H, m), 1.26 (3H, dt), 
1.54 (6H, s), 4.23 (2H, q), 4.33-4.42 (2H, m), 5.37 (2H, s), 6.81-6.95 (4H, 
m), 7.05 (1H,. s), 7.64 (2H, d), 7.76 (2H, d). 

1 5 

2- { [4- (3-> Y**S-2, 2-^f/l'-3-^y7 , B^l') 7x/ 
*f-)\>\ -5- [4- (H)7/VtP^f;V) -3-7nK 



2- { [4- (3-31^^^-2, 2-^^^-3-^y^PkVV) 

*fvW -5- [4- 7/l^np<5vV) -3-7DSI2 
- ( h V / f-/W*> y /W) (2. 6 5 g) ©fl^7t KD7?y»» (5 0 

ml) ICT h7~n-7'f/l'7> ; t=!)A^P7'f K (r^t KP77^i 
(1M) , 5. 7ml) Sr^P^, M-e-lW»#Lfc. BI^^/WT^M, 7k, 

(^**v-i»3t^) -c«»u aw* (1. 7 6 g ) 
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11^153-155^; 1 H-NMR (CDC1 3 ) 5 1.17 (6H, s), 2.80 (2H, s), 3.65 (3H, s), 
5.41 (1H, s), 6.94 (2H, d), 7.05 (2H, d), 7.11 (1H, s), 7.65 (2H, d), 7.77 
(2H, d). 

mnmi 5 u) 

2- { [4- (2-^h^v/-l, 1 -^^/U-2-^V^ 7^/ 
>*5vW -5- [4- ( M 7;M-n>5vV) 7i^] -3-7Dgg 



f&miA (1) T*#fc2- { [4- (2-^h^^-l, l-5^fyU-2- 
^-dry^h^ri/) 7*/*$/] -5- [4- (h!)7/^D^f/W) 7 

cc^/U] -3-7DSJ2- (hy^^/U^y^) ^/PJ;^ JtMMl5t3M- 

191^87-8810; 'H-NMR (CDC1 3 ) 5 1.26 (3H, t), 1.54 (6H, s). 4.22 (2H, q), 
5.38 (2H, s), 6.85 (2H, d), 6.92 (2H, d), 7.09 (1H, s), 7.65 (2H, d), 7.77 
(2H, d). 

mmm 1 6 

3- [4- ( {3- (t Ko^Wf/V) -5- [4- (hy 

-2-7VSI-} t Y*i/) -73L-)V\ -2, 2-v ? ^^U7*n^y 



2- { [4- (3-p<h3->-2, 2-^f/V-3-t^y7 , Df;l') 

3vW - 5 - [4 - ( h V 7/V*u* fvU) -3-7Djg(l. 
6 0g) CrF7kKn77y^(4 0ml) tR^TC, MJae^vUT^ 
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y (0. 58ml) , ^uMif^ (0. 3 7ml) «:JKtC«TU SHU? 

3o$rimLtz 0 -2ov\z#i$m. Tkmikfrtm-rhytJ* (o. 33 6 ) t 

ADxl, oV^\ **J-)V (2 0ml) $:ITU 2P*IKfflH*Lfc. lSM 
77^- : H^7^=5 : 1 2:1) fffilt, gftfe (1. 

1 6 g) ijw)*a-c#fc, 

'H-NMR (CDC1 3 ) 5 1.17 (6H, s), 2.80 (2H, s), 3.63 (3H, s), 4.60 (2H, s), 
5.08 (2H, s), 6.82 (1H, s), 6.89 (2H, d), 7.04 (2H, d), 7.62 (2H» d), 7.75 
(2H, d). 

XMW16 (1) 

2— [4- ( {3- (tFn^Wf;v) -5- [4- (h!)7/vtn^f;u) 
5vV 



2- { [4- (2-^h=5r^-l, 

p<^/W -5- [4- (MJ7/U^-p^^/W) -3-7nHi> 

jfitt* 1 H-NMR (CDC1 3 ) 8 1.27 (3H, t), 1.54 (6H, s), 4.24 (2H, q), 4.59 
(2H, d), 5.05 (2H, s), 6.81 (1H, s), 6.86 (4H, d), 7.62 (2H, d), 7.75 (2H, 
d). 




nmm 1 7 

3- [4- ( {3- (kKo^Wf/l') -5- [4- (h^y^n^fyw) 
7^=^] -2-7U/W) 7xx;U] -2, 
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OH 



iK^91-92 < C; 1 H-NMR (CDC1,) 5 1.20 (6H, s), 2.82 (2H, s), 4.56 (2H, s), 
5.05 (2H, s), 6.76 (1H, s), 6.89 (2H, d), 7.10 (2H, d), 7.59 (2H, d), 7.70 
(2H, d). 

mmm 1 8 

2, 2—^^-3- [4- ( {3- { [ (7x;^i/*^ft>f/l') 

f] **f-M -5- [4- (MJ7/Utn^fy>) y -2-7V/l>} * 



3- [4- ({3- (fc Kn^^f-AO -5- [4- (M;7/^D^f/V) 
-2-7VM * h*c c s) -2, 2-^f/l'7'Dlft^ 

(0. 4 0g) ©T-feh-hy^^ (5ml) \ZA- (^^/UT$ 

y) trus^ (o. 211 g) ^pxl, Tk^T-c^nD^/t^i^/w (o. 

13 2ml) £$TFU tK^TT-30^ Slt3 0#«#L7c. mt^^X* 

= 30: li^5:l) "OWMU (0. 4 0 g) LT#*l e 

'H-NMR (CDC1,) 5 1.17 (6H, s), 2.80 (2H, s), 3.64 (3H, s), 5.13 (2H, s), 
5.52 (2H, s), 6.89-6.92 (3H, m), 7.02-7.10 (3H, m), 7.19-7.33 (2H, m), 
7.37-7.47 (2H, m), 7.62 (2H, d), 7.76 (2H, d). 
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mmm is (d 

2-*^/k-2- [4- ( {3- { [ {7*. A*) * 
-5- [4- (M)7/Pto^f;l/) 7 zc=.jv\ -2 -7 9 M * V^i/) 



2- [4- ( {3- (t Kn^fWf/V) -5- [4- (Ky7/W*B^^) 

Jft^#J;'H-NMR (CDC1 3 ) 6 1.26 (3H, t), 1.54 (6H, s), 4.23 (2H, q), 5.11 
(2H, s), 5.51 (2H, s), 6.87-6.91 (5H, m), 7.09 (2H, d), 7.31 (1H, d), 7.38-7.45 
(2H, m), 7.64 (2H, d), 7.77 (2H, d). 

mmm 1 9 

2, 2-S^5vW-3- [4- ( {3-^^-5- [4- {Y V 7 iVOru **f- 



2, 2-*S**A'-Z- [4- ( {3- { [ (7x/^-^;^W/V) 

}=f-jV) -5- [4- (FJ)7A'tB>^) 71^] -2-^y/W ^ 
hdri/) ^s^/U] T'aWy^f^ (0. 4 0g) OhMyjW (5ml) 

\z2, 2' -r*/\f* (^y^fph^hy^) (o. 0 2 2 g) , Tk^bhy 
7^;v^ (o. 2 7ml) *ao?L 2 «rlBK)PfRy»« tfc. *«C*«EEB*U, 
»v/^^7^^D-7h^77^- (^^rlJ-y : SKxf/U=3 0 : 1 
^4 : 1) -CMU (0. 17g) 5r«^iLT#fc 0 

'H-NMR (CDC1,) 5 1.17 (6H, s), 2.11 (3H, s), 2.80 (2H, s), 3.65 (3H, s), 
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4.98 (2H, s), 6.62 (1H, s), 6.90 (2H, d), 7.04 (2H, d), 7.59 (2H, d), 7.53 
(2H. d). 

2-^^-2- [4- ( {3-^^-5- [4- (Mi^/VtP^f/l') 7 



2-^^-2- [4- ( {3- { [ {y^J^yiJ)V^ar^M ***/\ * 
3vW - 5- [4- {YV?>\>1rn**f'iV) 7x=;w] -2-y])M * h*r~» 

W^;'H-NMR (CDC1 3 ) 5 l- 27 (3H, t), 1.54 (6H, s), 2.09 (3H, s), 4.23 
(2H, q), 4.95 (2H, s), 6.62 (1H, s), 6.86 (4H, d), 7.60 (2H, d), 7.73 (2H, 
d). 

mnM2 0 (1) , mmm2 o (2) 

nmm 1 9 ^ nmm 19(1) x-n^r^^^w^mmm s x& Ltcxmiz 

mMM20 (l) 

2, 2-^^/V-3- [4- ( {3-^/1—5- [4- (M)7/Vtn^f 



BW£124-126 < C; 1 H-NMR (CDC1 3 ) 5 1.20 (6H, s), 2.09 (3H. s), 2.84 (2H, s), 
4.97 (2H, s), 6.60 (1H, s), 6.91 (2H, d), 7.10 (2H, d), 7.58 (2H, d), 7.71 
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(2H, d). 

mmm2o (2) 

2-^^-2- [4- ( {3-*?vU-5- [4- (M)7/Vtn^f/V) 7 

O^COjH 
0 ,. ^ ^ Me Me 



/=\ p_^ 0 XT h 



*Me 

^116-117^; 'H-NMR (CDCI3 ) 5 1.55 (6H, s), 2.10 (3H, s), 4.97 (2H, s), 
6.61 (1H, s), 6.92 (4H, s), 7.59 (2H, d), 7.72 (2H, d). 

mt&m2 i- a 

[4- ( (E) -2- {2-*^/V- 5- [4- ( M ^/V* 




Me Me 
V 

<TX0 2 Et 



Hffi#J2 1-b 

2-^^-2- [4- ( (Z) -2- {2-^/W-5- [4- (fy7/Vt 



W^-T-SJL JL J Me Me 



2-^^-5- [4- {YV7/\>1rn* s }->V) -3-7W7t 
K (1. Og) ©N, N-^f;V*;VA7UM (2 0ml) [4- (2 
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/V) 7*n$K(2. 6 6 g) , tm*V !7A (0. 8 2g) 

vb^77^- (^1^ : 0 :1H10: 1) "CMSIU i 

ft* (E#;0. 53 g> Z*;0. 5 4 g) I*at#fc. 
2-^9vW-2- [4- ( (E) -2- {2-^fvV- 5- [4- ( h y 

/V : i»£99-100t;; 'H-NMR (CDC1 3 ) 5 1.26 (3H, t), 1.61 (6H, s), 2.45 (3H, 
s), 4.24 (2H, q), 6.73 (2H, ABq), 6.82 (2H, d), 6.92 (1H, s), 7.34 (2H, 
d), 7.60 (2H, d), 7.72 (2H, d). 

2->f7W-2- [4- ( (Z) -2- {2-^^V-5- [4- ( h V 7^* 
d^^/V) 7i-/v] -3-7U/W olJ-=lj\,) y^s^-i/] -futtis&x.?- 
A* ■ ®!^84-85 < C ; 1 H-NMR (CDC1 3 ) 8 1.24 (3H. t), 1.61 (6H, s), 2.28 (3H, 
s), 4.22 (2H, q), 6.23 (1H, d), 6.42 (1H, s), 6.48 (1H, d), 6.78 (2H, d), 
7.20 (2H, d), 7.551 (2H, s), 7.558 (2H, s). 

mmm2 2 u> , mmw2 2 (2) 

urai 2 1 - a x mmm 2 1 - b ^b^^^x^sriug^ 8 vtc%& 
mmm2 2 a> 

2-^^-2- [4- ( (E) -2- {2->^-5- [4- ( h V 7 )Vj>r 
p^^/W) -3-711^} 3-7-~)\>) 7i;drV] /nWyK 



O^^C0 2 H 

iK^140-14lt:; 'H-NMR (CDC1 3 ) 5 1.63 (6H, s), 2.45 (3H, s), 6.77 (2H, ABq), 
6.92 (1H, s), 6.93 (2H, d), 7.39 (2H, d), 7.60 (2H, d), 7.72 (2H, d). 
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HJ£fl|2 2 (2) 

2-^^-2- [4- ( (Z) -2- {2-^^-5- [4- ( h y 7/>t 
^ — \ O-^Me ^n^O C0 2 H 

§k^H7-118 c C; 'H-NMR (CDC1 3 ) 5 1.61 (6H, s), 2.28 (3H, s), 6.27 (1H, d), 
6.41 (1H, s), 6.49 (1H, .d), 7.87 (2H, d), 7.25 (2H, d), 7.55 (4H, s). 




$&m 2 3 

2-/^-2- [4- (2- {2-^/V-5- [4- ( M> 7;M-n p< ?vW) 

' K ^ ^ 

Me Me 

•<rX0 2 B 

2->^/V-2- [4- ( (E) -2- [4- ( 

(0. 3 4g) <D Asta&a&k (4ml -lml) \C? n d 

(MJ7x^/V*^7^^) nv??A (I) (0. 6 9mg) Sr^Px.> 6 

n-?f^77^- W>:l»xfyl'=2 0: 1^5 : 1) T?»|U g 
ft* (0. 1 8g) ?rl*aTffc 0 

ifej^99-100'C ; 'H-NMR (CDC1,) 5 1.25 (3H, t), 1.58 (6H, s), 2.09 (3H, s), 
2.62 (2H, t), 2.77 (2H, t), 4.23 (2H. q), 6.51 (1H, s), 6.77 (2H, d), 7.00 
(2H, d), 7.57 (2H, d), 7.66 (2H, d). 



HJS0J2 4 

2->fvu-2- [4- (2- {2-^^-5- [4- (h!J7;VtP^f/V) 
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Me 



Me Me 
s O^C0 2 H 



2-*7A'-2- [4- (2- {2-^fvV—5- [4- ( hV 7 fritxi **f-iV) 

7i^] -3-7 y/W i^/w) 7sy^>] ^oi?ty»if/v^f) 4 uss 

i»^87-88t:; 1 H-NMR (CDC1 3 ) 5 1.51 (6H, s), 2.09 (3H, s), 2.60 (2H, t), 
2.76 (2H, t), 6.50 (1H, s), 6.84 (2H, d), 7.02 (2H, d), 7.55 (2H, d), 7.62 
(2H, d). 

mmm2 5 

2-^^-2- {4- [ ( {2-^^-5- [4- (Mi7/VtD^f;V) 



{2-^?vW— 5- [4- (h!J7;^n>f;U) 7^ -A] -3- 7 y/i,} ^ 
(0. 3 5g) , (4- (1- h^^/P^n/U) -i-^fvu 
31 h3^» ^^/i/7^ K (1. 3g) 4:f H7tKn77> (2 0m 

i) \cm*W bV7^**x7*> (imi) fcAn*., ^i&-e-sfei£#L*: 0 

»3KU ^-fA- (0. 4 9g) (lOOml) ^d^U 1 

^wtiti-hv *}j**mm domi) lat-wuit. 

ik^ii2-ii3 1:; 'h-nmr (cdci,) 5 i.eo (6H, s), 2.07 (3H, s), 3. so (2h, 

s), 6.64 (1H, s). 6.85 (2H, d), 7.28 (2H, d). 7.58 (2H, d), 7.67 (2H, d). 
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9mw2 6 

2 2- {4- [ (3- {2-/^-5- [4- (h V 7 *=f- 
)V) -7?l-iV\ -3-7VM y^J^y] 7°nt°*^Wt 



#=%#J 1 1 (1) T*nbntc3- {2->^-5- [4- (MJ7;M-cM?- 
fet^tcL-C, @ 

W&; l H-NMR (CDC1 3 ) 5 1.59 (6H, s), 1.82-1.90 (2H, m), 2.29 (3H, s), 
2.50 (2H, t), 2.87 (2H, t), 6.53 (1H, s), 6.86 (2H, d), 7.27 (2H, d), 7.57 
(2H, d), 7.66 (2H, d). 

MMM2 7 

2-*5vW-2- ( {4 - [ ( {2-^^-5- [4- (bVy/^a^^-^) 



{2-^^/V-5- [4- (h!)7/VtD^f/l/) 7i=/l/] -3-7D/V) > 

(0. 7g) *mk=- s 1-)\< (7ml) «d>U *&Ts ttttOl (0. 
7 3ml) £JO;L W&X 1 . 5^«^Lfc. ^tK^ h V >>J*7k®m*\C 

^«@5fet]t 0 iilrDMF (5ml) K»U 2- [ (4-7$ 

y<y^) f-*] (0. 5g) , BtikfrMI- 

hv<yj* (0. 5 g ) ^jdx, 6 01c, 2mmmmLtz 0 ^^m-rhv^^ 
®mwz%.%\ mm^»x-mmvtc 0 ^mmz*. am&xfc&'&. mat*? 

(mttimm-.m^*/^*^) -cm mm (o. 4 g ) *mtc a ^ 





Me Me 
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y-yw (50mi) tejga»u l^mt-rvv t^fcmm (5m n *jd^. % 

8 0tf2. 5^|WJ^tfe, lN^i^t*»«*M, B^sf;V 

*LffiM^^#fc 0 SSIifyV-^iftyi^^SL, g#j&) (0. 3 3g) 

81&139-141 'H-NMR (CDC1,) 5 1.58 (6H, s), 2.37 (3H, s), 3.82 (2H, 
s), 4.06 (2H, s), 6.60 (2H, d), 6.71 (1H, s), 7.16 (2H, d), 7.58 (2H, d),7.68 
(2H, d). 



1. uzr^j^n 

(1) 2- [ (3- { [5- (4-7;^p7x^) -2-*3 L /U-3-7V/V] * t> 
**s) -O'v^/V) -2-^f/l'7'o^tyK lOmg 

(2) 7? h~X 9 Omg 

(3) SJ^H-fe^D— * 7 Omg 

(4) ^f7yyiv^>>!)A 10mg 



(1) , (2) £ (3) (4) © 1 / 2 £&fP UtgL JSStfb-fSo £ft 

CD (4) %lN?LX±W*-e7 s f-^J}Zf±MZ.nX-fZ>. 
2. AT'-fe/^J 

(1) 3- [2-^^/1^-4- ( {2-^/1^-5- [4- (hy7^ta^f/P) 7 x. 



1 8 Omg 



(2) 7? 



9 Omg 



1 Omg 



(3) 



7 Omg 
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(4) ^77U^^^ lOmg 

Ift-f-tfr 18 0mg 

(1) , (2) t (3) *3«fctf (4) Ol/2£&5fPLfc^ -tl 
(4) S:JDxT^«r^7^^*^-fe/HwifAi-S. 

3. &e#J 

(1) 2- [ (3- { [5- (4-7/^o7x^) -2-^fy^3-7!)/l'] ^ h 
^r^} ^-y^;U) tt] -2-^^A/-fn\£^y^i lOmg 

(2) 7^ 3 5mg 

(3) 3— — f- 15 0mg 

(4) ^aVir^n-* . 3 Omg 

(5) ^fryyih'^^ 5mg 

1^ 2 3 Omg 

(1) . (2) , (3) , (4) <D2/3to£Xfi (5) <D\/2*mtfks 
<fc-f5„ B^XD (4) *5«fctf (5) Sri(0»^D^T^J(CJniE«-t-5 o 

4. tm 

(1) 3- [2-^7Vl^-4- ( {2-^^-5- [4- (fy7;^n>f/l/) 7x 
-/W] -3-7 VM * 1 Omg 

(2) 7^ 3 5mg 

(3) =i— >-7s^— 15 Omg 

(4) ^fa-fe-^a— * 3 Omg 

(5) 7r7y>i-v^->H 5mg 

1^ 230mg 

(1), (2), (3), (4) <D2/3iS£Tf (5) <Dl/2^mm. » 

fti-a. a«3o (4) (5) *^(om&\z.to^xm\^&imirz> a 

5. &M#J 

(1) 2- [ (3- { [5- (4-7;l^tn7x^) -2-/^-3-7 1)^1 / h 
^\/>V) -2-^^7*D^>'^ lOmg 

(2) / >y h 1 0 Omg 

(3) ^s'S/VTfr^— IV 2 Omg 
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lT^TVv 13 0mg 

(1) , (2) , (3) £±S2ml ln*<5J:5fc, £IMI««;J<fc*a>U T 

6. sim 

(1) 3- [2-^^-4- ( (2->f/^5- [4- (h!)7;W^D^f/V) 7x 
-3-7y/W} > h^tf) 7i=^] /n^yK 1 Omg 

(2) >f h 1 0 Omg 
( 3 ) ^^^7/1/3-/1/ 2 0 m g 

\7Vf)V 13 Omg 

(l) , (2) . (3) fc£*2mli;:*SJ:5fc, U T 

#SW!©fl:£* (i) fe«t^o3ia^^ff^$n#<5ififi, pparjj:^ 

7 5/K ^?*30 fc*5V>t\ PPARf&J^J&J; 

*4« , W#*g*£ft^) offijtfcttfMBBatlri-Ciibi. #&&J3tf>{fc 

iffcLTfcfrffiT?**. Sfcfc, (I) f*GPR4 0££#8lfg 

•ramus **u >r ^ v is&i&mmtt&mttz<D*&*itftftmak lt 
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1. 5£ (I) 





(I) 



^E^^fcnfiSEH®^-^^L, x 2 ttm&^ mmm*&tzt±-s (o) n- 

(ZZX\ nteO, l*fctt 2 ***■)■ fcSU Ytt*t*¥» IfcltJK^ -S (O) 
m- N -C (=0) -N (R 3 ) -£fcf*-N (R 3 ) -C (=0) - (R 3 tt, 

36«r*U mtt, 0, l*fctt2*5%f) M 1 , M 2 *5«fcU*M 3 ft, * 

n^tUttSCLT, RI-**:ttll'!i:orv>-Cii<, &£«fcf4S&£*vO^-C 
t>£l*2ff0jRJK^fl^£«CTU M 4 te«&$ftT^Tfc«^2ffi©M& 
«aWk***«r*f. (fit, (1) Y*SBteHJW-T-*fcf4- S (O) m--C^5 
B#, M 1 W0»^*-Ctt4< % (2) Y^^-CfcD, ^OM 1 *5i.tfM 2 ©if 

hft<, (3) 3- [3- [ [ (2-^f;V-5-7x^-3-77^) # 
7 5/] 7i=^] - 2 -7*n^yi, 4- [ [ (2-^^/V-5- 
7x^-3-77-^) */^=/V]7 5y]^y|lF^ 5 - [[4 - [ (1 
Z) - 2 - */V^^f 2 - ^ a n 17=^] ^y/^/l'] 7*5/] -3-7* 
2-5 L ^7 3 iV^/l'7}?y^ > 3- [3- [ [ (2-^f^-5-7i=;V 
- 3-77=^) jtf/UfcA'] T 5 7] 7i=/V] -2-7*0^^*30:^4- 
[ [ (2-^f/l'-5-7 1 =/l'-3-77^) 7 5/] 
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4 . r 1 *s**jr^t?*> i mm<D{k£® 0 

6 . 3&a#s&£ tix^x h ^n.m&mvkx-hznim i iBi#>fc#&, 

9. 5£ 



l e*©fls*4to. 

10. x 1 ^i^^T?ifeSS»*:3®iia*<75^4fe. 

l 2. Y&W&m**tomWR*X-&zn*&ltim<o<t&<»>. 

i 3. y*s-c (=o -n (r s ) - (r 3 it*mm** m&tstix^xh <fc 
^)^mm*itteWM£tix^xh£^mmmm&^u fc%m*&M> t. 

14. R 3 tf**]*^ ■»*KTV^Tt>J:V^T7l'*^ S^^^T^Tt «fcVN 
T y 1 3 Bfctftffrfrfc. 

15. M 1 )6^5fl^3^±07^^^-Cfc5f»^lE<K^-fb^te 0 




is, 5t 
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16. M\ M 2 *5<fcT*M 3 » % ZMWm&VX, HU-SfcttJIfcoTV^-Cfc 

7/^u> s T^^uyt-tntr^^^yx-ho, m 4 &t 

17. X 2 tm&mtttztt-S (O) n- nttO, l*fctt2S:^ 
■f) TNfelK M 3 *s«»$n-CV>Tt«tV^2fliOjjiJK^bkillStffc5ai*5l 

i ia«©ft^»o 

1 8. * (i) as 

i9. id*)* 

2 0. X 1 dSgft^^-C&O, X 2 dS^ijlJl^^fett- S (O) n- (rCT\ 

n«o, i*/c«2^-r) Ymmmr-v&v, m 1 tftt&stix^ 

2 2. X 1 dS^KfJl-T-'efoO, X 2 Y^ftHUHt^-C*)!), M 1 
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2 4. mAtW&ZtiX^Tt>£\^7>r-s\<mii1ttiim&Z1rix^Xi>£^* 

*tiZ\t-S (O) n- (ir-C, nliO, l£7i:fi2 Sr^f) Xh*) . M 1 # 

2 s.gSAtfsS&^ftT^TicU^TVWi^T-fc^X 1 tm%fc*Xh9. 
X 2 *S»^#"(?*>*), Ytf-S M 1 tm&ZtlX^XhX^tJ-l'^ 
*.>it\*m&£tix^xhl:\>^n-yv}:'uyxh<o, M 2 :fc«fctfM 3 asj»^-c 

2 6. 5£ (I* ) *s 



Tkii^r^-^-cfc^ x 1 #BteMR*-e*>«K x 2 

Y#B*fflC«fctt-C (=0) -N (R 3 ) - (^T\ R 3 fi 
li^orv^'bJ:<, &&^t.1ti*T/u*u>Xh*) , M 4 #7^* 

2 8. R^fi^^tLTV^Tt J:V>T^^/K 7y-/^fctt^^n7/V^vefc 
pdSO^fcfil-efctK R 1 as*#Jff-7-C*)i). R 2 #tt&£*LTV^Tt>J; 




V s " 



o 



(I* ' ') 
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(O) n- n{40, l^fcfi2^^-t") T-fct), Y«^Jl^*fe(± 

-C (=0) — N (R 3 ) - (ZZX\ R 3 (4tK^^> 7y^;Hfcll77^ 

2 9. »*33llE«0{b'&*©^ , B K7>^, 

3 0. lt*«llB«^b^*fc««)7 p n K5 5'4 r *r£#LTfc*KJI8. 

3 1. fS*3Slf2^k^*fctt^07°p K9y^«r«*U-C***rtft##: 
PPAR»#J 0 

3 2. M#^M©fc^*fcl4*©:/n K7->mtLt/j:5^* 
2IB«©^R*fcf4*&8^ 

f&#jS3oia«©EH. 

3 6. y ^aswassu i«BJ * i4&? 0 fflmmffl-eh 5 »^ 3 

5fB«OS«J. 

37. mmm, wmmmm. *-h~>*, t^k~>*. mftttttw*, ti 
jfiL&tt$&, ki*¥spmf* jeift, a* 

5f5i4CD^J e 

3 8. »#*i!Ett©fb6*4fctt*©:7'p K7y^05)fi»»«ri|WL»*Ka* 
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t5wi Mtt^WP P AR©fM##8i. 

1"$^ <!: SrW»i-*-5»rtg*#P P ARfcM«*A©W*fcfite*#fc 
4 0.*rt3l«flcPPAR»cB»f 5**iM8KftW*flH£t> t< »4*©tt«ffi, 

-r § ^ t zmmt-rz G P R 4 0 S^M^M^fe, 

4 3 . 1 !E*t©'fb^£fctt-etf>7'n K7 y ^0*SMI*P|WLIMfefcS4- 

4 4 . !U** 1 fE«0^^*y u ctt^<^7 p D Yy y fc**i*?LIMfelcS:-£ 

mmm. im&&+ vomits m<t*&, eiresjws, neat <& 

trnms $i!kj£s ml j^xv ymnzmmms mmmm. << 

4 5. »rtS**PPAR#J#P^*t43t1-5fc*Of»**l|E«^k^!fe*fctt 

4 6. mft%®frppARK®mT$m&<D^®iiit&tiiim\zmmi-ztcftv 

S»** 1 VMM&to* 1t\*Z<D7u K7 y ?<D®.m e 

4 7 .jB*ftw**fit> l< n^(om&msVtsm<m^mh l< 

<k&%r£tci*Z(D7't2 \ry y mom. 

4 8. i*5?&&y 5K^yy^-=iU7fn-/u±#SJs h y ^ y -t y KffiT#J> (6 
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4 9. G P R 4 0 SMW^J^Hilta fcfc0>f*#*S 1 SB«<0fc#«j$ fc 

so. y « {&t#J£ fc f*P 0 »«a«sfca£«3ii-5 fc» 

si. mmmmms tvk— mftttmutft* « 
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SEQUENCE LISTING 
<110> Takeda Chemical Industries, Ltd. 
<120> Furan or Thiophene Derivatives and Their Use 
<130> 3092WOOP 
<150> JP 2002-261873 
<151> 2002-09-06 
<150> JP 2003-185241 
<151> 2003-06-27 
<160> 12 
<210> 1 
<211> 34 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> A nucleotide sequence of primer PARD-U 
<400> 1 

aacggtacct cagccatgga gcagcctcag gagg 34 
<210> 2 
<211> 34 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> A nucleotide sequence of primer PARD-L 
<400> 2 

taagtcgacc cgttagtaca tgtccttgta gate 34 
<210> 3 
<211> 33 
<212> DNA 

<213> Artificial Sequence 



WO 2004/022551 

2/4 

<220> 

<223> A nucleotide sequence of primer XRA-U 
<400> 3 

ttagaattcg acatggacac caaacatttc ctg 33 
<210> 4 
<211> 33 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> A nucleotide sequence of primer XRA-L 
<400> 4 

cccctcgagc taagtcattt ggtgcggcgc etc 33 
<210> 5 
<211> 36 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> A nucleotide sequence of primer PPRE-U 
<400> 5 

tcgacagggg accaggacaa aggtcaegtt egggag 36 
<210> 6 
<211> 36 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> A nucleotide sequence of primer PPRE-L 
<400> 6 

tcgactcccg aacgtgacct ttgtcctggt cccctg 36 
<210> 7 
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<211> 28 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> A nucleotide sequence of primer TK-U 
<400> 7 

cccagatctc cccagcgtct tgtcattg 28 
<210> 8 
<211> 28 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> A nucleotide sequence of primer TK-L 
<400> 8 

tcaccatggt caagctttta agcgggtc 28 
<210> 9 
<211> 33 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> A nucleotide sequence of primer PAG-U 
<400> 9 

gtgggtaccg aaatgaccat ggttgacaca gag 33 
<210> 10 
<211> 33 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> A nucleotide sequence of primer PAG-L 
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<400> 10 

ggggtcgacc aggactctct gctagtacaa gtc 33 
<210> 11 
<211> 33 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> A nucleotide sequence of primer PAA-U 
<400> 11 

aaaggatccc gcgatggtgg acacagaaag ccc 33 
<210> 12 
<211> 33 
<212> DNA 

<213> Artificial Sequence 
<220> 

<223> A nucleotide sequence of primer PAA-L 
<400> 12 

cccgtcgact cagtacatgt ccctgtagat etc 33 
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